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Box I Observations where certain claims were found unsearchable (Continuation of item 1 f first sheet) 

This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 

1. |3 Claims Nos : 11,26 

because they relate to subject matter not required to be searched by this Authority, namely: 

Claims il arid 26 pertain to methods for treatment of the human body by therapy 
(PCT Article 17(2) (a) (i) and Uxiie 39.1 (iv>). 



2. £3 Claims Nos.: 1-10,12-25 . . 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that ho riteaningful international search can be carried but; specifically: 

(see extra sheet) 



3. Q Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 

Box II Observations where unity of invention .is lacking (Continuation of item 2 of first sheet) 

This International Searching Authority found multiple inventions in this international application, as follows: 



1 . n As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 

claims. 

2. j~] As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 
of any additional fee. , 

3. Q As only some of the required additional search fees were timely paid by the applicant, this international search report covers 
only those claims for which fees were paid, specifically claims Nos.: 



4. Q N required additi nal search fees were timely paid by the applicant Consequently, this international 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: . 



Remark on Protest Q The additional search fees were accompanied by the applicant's protest. 

I | No protest accompanied the payment of additional search fees. 
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Continuation of Box No. 1-2 of continuation of first sheet 



Concerning the inventions of claims 1 to 10 and 12 to 25, the chemical 
structure common to the compounds of the general formula (I) contained as 
the active ingredient is a moiety composed of ring A 1 , substituent methylene 
on the ring, arid substituent Z 1 on the methylene. 

As described above , ring A 1 is a determinant important to the common moiety . 
However, the description does not contain any specific disclosure on compounds 
wherein ring A 1 is 5-isothiazolyl, and it is non-obvious to a person skilled 
in the art that the ring structures defined as to A 1 have common pharmacological 
properties, Tlrus , the inventions are remarkably unclear in this respect, 
so that such compounds are not considered as being, subject matters of this 
International Search. 
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1 . This international preliminary examination report has been prepared by this International Preliminary Examining Authority 
and is transmitted to the applicant according to Article 36, 

2. This REPORT consists of a total of 7 sheets, including this cover sheet. 

O This report is also accompanied by ANNEXES, i.e., sheets of the description, claims and/or drawings which have 
^ been amended and are the basis for this report and/or sheets containing rectifications made before this Authority (see 
Rule 70.16 and Section 607 of the Administrative Instructions under the PCT). 

These annexes consist of a total of 8 sheets. 



3. This report contains indications relating to the following items: 
j ^ Basis of the report 

II [] Priority 

III ^ Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 
jy [""] Lack of unity of invention 



lational application No. 

INTERNATIONAL PRELIMINARY EXAMINATION REPORT | w PCT/JP00/04909 



I. Basis of the report 



1. With regard to the elements of the international application:* 
p j the international application as originally filed 

the description: 

pages 1-147 , as originally filed 

pages , filed with the demand 

pages , filed with the letter of 

the claims: 

pages 1-7,9,14-22,24 , as originally filed 

pages , as amended (together with any statement under Article 1 9 

pages , filed with the demand 

pages 8,10-13,23,25,26(25.01.01) 28-33 (02.04.01) 27 fl | ed with thc let ter of 07 June 2001 (07.06.2001) 

the drawings: 

pages 1/2,2/2 , as originally filed 

pages , filed with the demand 

P a g es , filed with the letter of 

| ~| the sequence listing part of the description: 

P a g es , as originally filed 

pages ( filed with the demand 

pages f filed w j t h the letter of 

2. With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language which is: 

1 1 the language of a translation furnished for the purposes of international search (under Rule 23. 1(b)). 

□ 

the language of publication of the international application (under Rule 48.3(b)). 

I 1 the language of the translation furnished for the purposes of international preliminary examination (under Rule 55.2 and/ 
or 55.3). 

3. With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 
preliminary examination was carried out on the basis of the sequence listing: 

□ 

contained in the international application in written form. 
I 1 filed together with the international application in computer readable form. 
1 I furnished subsequently to this Authority in written form. 

furnished subsequently to this Authority in computer readable form. 

1 I The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

The statement that the information recorded in computer readable form is identical to the written sequence listing has 
been furnished. 

4. 1 1 The amendments have resulted in the cancellation of: 

the description, pages 

I I the claims, Nos. . 



□ 

the drawings, sheets/fig . 



^ I | This report has been established as if (some of) the amendments had not been made, since they have been considered to go 
' — ' beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)).** 

* Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 14 are referred to 
in this report as "originally filed'' and are not annexed to this report since they do not contain amendments (Rule 70. J 6 
and 70.17). 

** Any replacement sheet containing such amendments must be referred to under item I and annexed to this report. 
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III. Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 



1. The questions whether the claimed invention appears to be novel to involve an inventive step (to be non obvious), or to be 
industrially applicable have not been examined in respect of: 

I 1 the entire international application. 

claims Nos. 1-10,12-25.27-33 11.26 



because: 



the said international application, or the said claims Nos. 1 1.26 



relate to the following subject matter which does not require an international preliminary examination (specify): 

See supplemental sheet for continuation of Box III. 1. 




the description, claims or drawings (indicate particular elements below) or said claims Nos. 
are so unclear that no meaningful opinion could be formed (specify): 



□ the claims, or said claims Nos. are so inadequately supported 
by the description that no meaningful opinion could be formed. 

no international search report has been established for said claims Nos. 1-10.12-25.27-33 1 1.26 . 



2. A meaningful international preliminary examination cannot be carried out due to the failure of the nucleotide and/or amino acid 
sequence listing to comply with the standard provided for in Annex C of the Administrative Instructions: 



£ | the written form has not been furnished or does not comply with the standard. 

[ ] the computer readable form has not been furnished or does not comply with the standard. 
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Supplemental Box 

(To be used when the space in any of the preceding boxes is not sufficient) 

Continuation of: III. 1 - 

The inventions described in Claims 11 and 26 are 
methods for treatment of the human body by therapy. (PCT 
Article 34 (4)(a)(i) and PCT Rule 67.1(iv)) 

In the compounds represented by general formula (I) 
which are the active ingredients in the inventions 
described in Claims 1 to 10 and 12 to 25, the common 
components of the chemical structure appear to be a ring 
A 1 , the methylene substituent group on said ring, and 
substituent group Z 1 on said group. 

Thus, although the structure of ring A 1 is an 
important element deciding the common component, there is 
no specific disclosure in the description relating to the 
ring A 1 as a 5-isothiazolyl group; and it is not obvious 
to a person skilled in the art that ring structures which 
could constitute ring A 1 have common pharmacological 
properties. Therefore, such portions are extremely 
unclear and not amenable to international preliminary 
examination . 
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V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 



Statement 
Novelty (N) 

Inventive step (IS) 
Industrial applicability (IA) 



Claims 
Claims 

Claims 
Claims 

Claims 
Claims 



8-10, 12-25, 27-33 YES 

NO 



1-7 



8-10, 12-25, 27-33 yes 

NO 



1-7 



1-10, 12-25, 27-33 



YES 
NO 



Document 3 
Document 4 
Document 5 



Citations and explanations 

This opinion is based on the documents below, cited 
in the international search report. 
Document 1: EP, 389699, Al (Pfizer Inc.) 

Document 2: WO, 97/32863, Al (Torii Pharmaceutical Co., 
Ltd. ) 

EP, 848004, Al (Shionogi & Co., Ltd.) 
WO, 98/33797, Al (Shionogi & Co., Ltd.) 
B. Hulin et al., J. Med Chem., 25, 1992, 
1853-1864 

Document 6: JP, 7-173143, A (Wakamoto Pharmaceutics Co., 
Ltd. ) 

Document 7: JP, 9-301963, A (Kyorin Pharmaceutical Co., 
Ltd. ) 

Document 8: JP, 4-99770, A (Nisshin Flour Milling Co., 
Ltd. ) 

Document 9: M. Ebisawa et al., Biol. Pharm. Bull., 21 
(5), 1998, 547-549 



Claims 1-7 

Document 1, claims and examples, discloses remedies 
for hyperglycaemia in which the active ingredient is a 
thiazolidinedione derivative represented by general 
formula (I) . Document 2, claims and examples (especially 
Table 1), discloses remedies for diabetes which have an 
Form PCT/IPEA/409 (Box V) (January 1994) ~~ 
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outstanding blood sugar lowering action and lipid lowering 
action wherein the active ingredient is a thiazolidine- 
2,4-dione derivative represented by Formula (I). Document 
3, claims and examples, discloses phospholipase A 2 



inhibitors and prostaglandin E 2 production inhibitors in 
which the active ingredient is a compound represented by 



Formula I. Document 4, claims and examples, phospholipase 
A 2 inhibitors, arachidonic acid production inhibitors, 
prostaglandin E 2 production inhibitors and leukotriene C 4 
inhibitors in which the active ingredient is a compound 
represented by Formula (I) . Document 5 discloses novel 
thiazolidine-2, 4-dione derivatives (especially Table 7) 
with a hyperglycemic action. Document 6, claims and 
examples, discloses dopamine (3 hydroxylase inhibitors and 
antihypertensive agents in which the active ingredient is 
a compound represented by general formula (I) . Document 7, 
claims and examples, discloses the action of compounds 
represented by general formula (I) in improving diabetes 
and hyperlipidaemia. Document 8, claims and examples, 
discloses aldose reductase inhibitors in which the active 
ingredient is a compound represented by general formula 
(I) . Document 9 indicates that compounds represented in 
Fig. 2 potentiate retinoids. 

Although the inventions in Claims 1-7 are described 
as pharmaceutical compositions "having a thrombopoietin 
receptor agonist action", as phrased this description 
describes a property of the pharmaceutical compositions 
themselves and does not give a thrombopoietin receptor 
agonist action as a specific application; therefore, there 
is no difference from pharmaceutical compositions in 
general containing a compound represented by Formula (I) 
as an active ingredient. 

Therefore, the inventions described in the Claims 
1-7 are not novel, because they are disclosed in Documents 
1 to 9. 
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Claims 8-10, 12-25 and 27-33 

Documents 1 to 9 do not indicate that the compounds 
disclosed therein act as thrombopoietin agonists or that 
they regulate platelet production, and these actions would 
not be obvious to a person skilled in the art. Therefore, 
the inventions described in Claims 8-10, 12-25 and 27-33 
are novel and involve an inventive step. 

It should be noted that, as pointed out in Section 
III, Claims 1-10, 12-25 and 27-33 include portions that 
have not be subjected to international preliminary 
examination, and no opinions relating to these portions 
are stated above. 
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ib&W (IV) WTI^tl) ~ 3 ) 0^SCi!)iK^ft5, 1) 

*i*Rfl5£J&lc J; t) (^lx.{ix Swe r n$Hb, Dess-Marti n^-fb^) . 
T * >V#-)V& XUTfry**. Y^^T^it^m (IV) ^t^<o 

*XS8:* TJl/^fc K£§#tt (IV) £ 2 , 4-^7VU ^>£?#>3|£SJ5S 
10 d fcfc J: ^ > ^ U ^>S§^ifc&f# 5Htfe5, -fb^ (IV) £^ 

b;i/i>^©^^^> &m&&wm i?>&Mm<D&&~f. 2,4- 

f#£ CL b&X # -5 (^^7i^-y;V (Knoevenagel) SJftO o 
J£ & Protective Groups in Organic Synthesis, Theodora W Green (John Wiley & 
(I2II) 

(V) fegtBtifu *»<So#i£T-eSJ6***cfck:j:»}*^/5i?>|ftli3lit (<b 
(VI) ) ifsc^-cl^o 

25 (§311) 

#;utfi'Ifetti*# (vi) t7?y^i* (vii) £ N Stt^* 
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fig SI {4c ( I - A) H5IgT?*5. ^ISIJ, rh7t KB7?y, v^^iJ- 

:iCJ:(3ffni a*-C£ 5o o y K&T*{4^^--/U ^ □ y K-^^-^if y A- 
^ a y K«r«*i bTigRi<z>;frA'sJ?>lfc a y KttSr t lei «3 fir 5 

10 V -ft-As* a □ — h^SrSi^^-yr. ^^m«7kfe <t "T 5 «! <b m ct *) ft o w 

15 /Pi fcfifi&^ft-CVNT J: V^7 y — yw^ffe 9 „ ^oiUII^7iJ-;^J: 

2o©S^tt5ft^ti (VI I) S:f5ri^t?t5 0 2) X 3 rt* $ ti X 
V^T «fc 7-/-;v-efc5i^tt, TfEo^Ssfc: «fc (VII') £4i 



20 



R D 



NH 2 

R DA r RE RO >^ s 

(vm) (ix) Hal (vir) rE 
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(9S l IS) 
5 J:9/nAftt5wi^-Ct5o 



(jfc 2 If) 

i/7iS^$*5rii:J;ij, B^i t5f 7y-;u||^ (VI I' ) £#5 

10 

mixfi g2ig 



'^0 — ^^v) 



HOOC— Z 3 

(VI) (X) 



H 2 N — Z~ 



"^V^ *~ X 3 -CONH— Z 3 ^V?\ 

(a^) x 3 -coci (a^) 
(xi) ^ (xn) a-B) 



(^•K A 1 „ x 3 , 33 ii>*z 3 {imffE i ft&IK. Bo c {J t — 
15 — A-) 



(» l IS) 

*I8H. v'Sr B o c •C«»$ttfc7' 5: 7 l:f jlt5Igtfc5„ 0»J 

;tf;f, # ^ # =¥V 5 <f Is (IV) ^-^^f;w*^A7 5 K, h/U^i^ 



27 



WO 01/07423 



PCT/JP00/04909 



:£lfIteB o c<73ite^^iSr^T5XmT*fcSo Protective Groups in Organic 
5 Synthesis, Theodora W Green (John Wiley & Sons)H £ IB $s fir O Z. b& 

T*t£o Witt. fb-£r#> (X) £ h y 7;^Dii-eftIt§c tc ct t) 
-f-SHB^Mte (XI) Si^ttf^lS. 

(I3lg) 

(cao 



HalOC 




(^^, a 1 , x 3 N z 3 , fcit;H a i i-i.witd.tmMm) 

15 ^UStt, A8sfc:flBttS;h,TV'»5fls<a-4fo (v 1 ) ©»^B-/y^* (XIII) 
r^s^A^yftm-h-eftii, wimtofc-km (vii) isis 

$■£5 r. £ (C«t 9 gft] ttS^fe (I-C) ^if <Ig-Cfc5o 

Y^S-CONH-. -NHCO-, fcitf-NHC ( = S ) NHC ( = O ) 
20 -"CfcV* — jR5£ (I) T?*fc>S^S-fk^«jtt % fltrSe^A&~C}£<!: ^i©SJj?: 
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5 

-j&st (i) s (in. *3it>* (iii) {^v^flfc^/as^-a-o^tetr^-r 




V ±m&M a, *;i/i/^A^) , T>^e-^A, ^^i^a^<t 

V7^it©s, £&M$t®t (*£$*> jMb*ss». &kr«) x feet 
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5 i--5*-fe*5 «fc t>*^5t-r S^Sifi, 0d*.fifD esign of Prodrugs, 
Elsevier, Amsterdam 1985 MfE*4 $ *LT V> 5 0 
*4to*s*^4?# v'/wgSr^T-rs^-g-tt, 4 KifcSIfttt'ffc'frfci ifi £ T A' =• — 
A' STRESS* 5 w 4 J; o TiSlit £ *t 3 ^ * ^ A-^*l#> ffcttti: 

.X^A', n — zf^-frx.* yVK Y yWx^f/l', t e r t — 7*f-;l/x^ 

^^^D/xf/ux^r/i', N, N-i/xf;w^y 3->7? Fx^r^^^f 

K7 y ^ 4 U T # Id # * LV>7 v^/U^- ^ v-i LTtt> - OCOC 2 H 5> - OCO 
(t-Bu) N -OCOC 15 H 311 -OCO (m-COONa — Ph) % -O 
COCH 2 CH 2 COONa x - OCOCH (NH 2 ) CH 3> - OCOCH 2 N (C 
20 H 3 ) a ^^ajfc«*feil,5o «^UW5 7 >;stft5t^li, 75yl^t 

tCi "3 «3t$tuST 5 KRiftOJ: otezfn K 9 y ^ £ Jx 5 „ /n F5 
7^iLTft»St^7$ FiUtli, -NHCO (CH 2 ) 20 CH 3x -N 
HCOCH ( N H 2 ) CH a t$frmif btlZ. 

25 
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<Dm®miz*:(DfflmizmvTcMmm. e^su umm. mmm. mnmrnvrnm 

15 

iAfcgP-ea^tS*^ M^O . 1-10 0 mg/kg/B-e& t) s $? S U 
< 1 ~ 2 0 mg/kg/ BffeSo 

Me : 9- ft 
25 E t : x^;v 

1 P r : -f v 7* d ;i/ 
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n B u : n - 
* B u : t e r t - 
1 B u : -i V Zff-A/ 
"Pen : n-^>?-jV 
5 n Hex:n-^^r^;i/ 
"Oct : n-t^f^ 
P h : 7x-jv 
B n : ^ > ^ ;i/ 
B z : ^ > V/ -Y ;i/ 
10 Py : K'JJ?* 
A c : T-t^fr 

B o c : t -y^^^^-^tt^ifs-^ 
DMF : >M -^l/TtWl/ AT ^ K 
D M S O : i/jt^-Jl/XJi/ftif-i/ K 

15 

1 *b^»(A-l)<Z>Si«©SI« 
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(8 1 it) 

fl/7^1/7;i/ft FSM?*M25g)H P ^— >(23.3 g)£ h ;i/ > C L . 
5 lMlf-^'; :>* > - h ;i/Ji>^^(6.2 ml^cfctf lMBi- V- ^ x. > St(6.2 ml)£ 

in*., —nmmmimm u^o *&si#*jaiy;fcisa£*flfcb. <b-£^(2)& 34.6 g 

iHNMR(DMSO-ds, 5 ppm) 13.18 (bs, 1H), 8.07 (d, 2H, J = 8.7 Hz), 7.73 (d, 2H, 
J = 8.7 Hz), 7.68 (s, 1H), 3.88 (s, 1H). 

10 

(f2Ig) 

fc-d><MK2) (34.6 g)^r ^^-=¥-9-^(160 ml), im(250 ml)** <fc t>* 6N1«(88 ml) 
KIMS** 120°CX- 5 Btr^APl^M^ bfc 0 7K(350ml)^JPx., £fl ^ 3£ H i. £: 5 
fc£-#l(3)& 30.0 g#fc 0 
15 iH NMR (DMSO-de, 6 ppm): 13.95 (bs, 1H), 13.24 (bs, 1H), 8.06 (d, 2H, J = 8.4 
Hz), 7.72 (d, 2H, J = 8.4 Hz), 7.69 (s, 1H). 

33 



WO 01/07423 



PCT/JP00/04909 



m 3 IS) 

-fk-^fe(3)(3 g)$r^^-=^-y->(20 ml)i3 c tt>*lg^^^--^(10 ml){C 100 o CT^Pt||v 

LTUfc-S-W) (368 mg)£^;2|- (50 ml) U b°y^>(162 mD^APx. 

2 BffH? 100°CT^Pm Ufc 0 ^^P^^jig&^EEfg* U N 21 £ Id ^ * / -/H6 ml), * 
(2 ml)S:5D^^^ Vit^^^^m Vtz 0 DMF fSISi L-C<ffc^^(A-l)£ 220 mg 

10 iH NMR (DMSO-de, 6 ppm): 13.94 (bs, 1H), 12.93 (s, 1H), 8.23 (d, 2H, J = 8.5 
Hz), 8.21 (d, 1H, J = 2.1 Hz), 7.91 - 7.97 (m, 1H), 7.93 (s, 1H), 7.76 (d, 2H, J = 
8.5 Hz), 7.73 (s, 1H), 7.70 (s, 1H). 

(f4i§) 

15 3', ^-v'^pnTt h7i/y (5) (5.67 g)<D 10%;* 9 S — >v - ? n a fcjv 
a:* y -/^izwmm ^*VUT (2.28 g) £>0D;t, 2 Bf^QflfcjlBft 

fc^^fiUF^^^-^-fafomwTK^^pxsif^^^-^^^^M 

20 ^-e-^I(4)$r 3.38 g#fc 0 

iH NMR (CDCb 6 ppm): 7.89 (d, 1H, J = 2.2 Hz), 7.69 (dd, 1H, J = 8.5 Hz, 2.2 
Hz), 7.43 (d, IH, J = 8.2 Hz), 6.74 (s, IH), 5.06 (bs, IH). 

te^(A-2)~te-a-^(A-73)£ri£S£0y 1 fc:!Ef£0;£-fe t mm <D& Lfco 

mmm$k&m 1 ~ 8 l/c 0 

25 
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mm 
#-§- 




R6 




iH-NMR (5) ppm 
(DMSO d-6) 


2 


A-2 




H 


13.90 (bs, 1H), 12.94 (s, 1H), 8.25 (d, 
2H, J = 8.1 Hz),7.96 (d, 1H, J = 6.9 
Hz), 7.77 (d, 1H, J = 8.1 Hz),7.73 (s, 
1H), 7.71 (s, 1H), 7.46 (t, 2H, J = 7.5 
Hz), 7.35 (t, 2H, J = 6.9 Hz) 


3 


A-3 




H 


13.95 (bs, 1H), 12.92 (s, 1H), 8.24 (d, 
2H, J = 8.1 Hz),7.97 - 8.02 (m, 2H), 
7.76 (d, 1H, J = 8.1 Hz), 7.72 (s, 1H), 
7.70 (s, 1H), 7.26 - 7.31 (m, 2H) 


4 


A-4 


Br ~0~ 


H 


13.90 (bs, 1H), 12.95 (s, 1H), 8.24 (d, 
2H, J = 8.4 Hz), 7.92 (d, 2H, J = 8.7 
Hz), 7.80 (s, 1H), 7.76 (d, 2H, J = 8.4 
Hz), 7.70 (s, 1H), 7.66 (d, 2H, J = 8.7 
Hz) 


5 


A-5 




H 


13.90 (bs, 1H), 12.92 (s, 1H), 8.24 (d, 
2H, J = 7.8 Hz), 7.98 (d, 2H, J = 8.7 
Hz), 7.79 (s, 1H), 7.76 (d, 2H, J = 8.4 
Hz), 7.71 (s, 1H), 7.52 (d, 2H, J= 7.8 
Hz) 


6 


A-6 


Me _Q>_ 


H 


13.92 (bs, 1H), 12.89 (s, 1H), 8.25 (d, 
2H, J = 8.2 Hz),7.76 (d, 1H, J = 8.2 
Hz), 7.71 (s, 1H), 7.26 (d, 2H, J = 
8.5 Hz), 2.34 (s, 3H) 


7 


A-7 




H 


13.90 (bs, 1H), 12.95 (s, 1H), 8.26 (d, 
2H, J = 8.4 Hz),8.06 (d, 2H, J = 7.5 
Hz), 7.92 - 8.12 (m, 8H), 7.47 - 7.52 
(m, 2H), 7.36 - 7.41 (m, 2H) 


8 


A-8 


MeO-^- 


H 


13.90 (bs, 1H), 12.88 (s, 1H), 8.24 (d, 
2H, J = 8.4 Hz),7.89 (d, 2H, J = 7.8 
Hz), 7.76 (d, 2H, J = 7.8 Hz), 7.70 (s, 
1H), 7.55 (s, 1H), 7.01 (d, 2H, J = 8.4 
Hz), 3.80 (s, 3H) 


9 


A-9 


N0 2 

€3- 


H 


13.90 (bs, 1H), 12.93 (s, 1H), 8.21 (d, 
2H, J = 8.1 Hz), 7.94 (d, 1H, J = 7.5 
Hz), 7.79 - 7.83 (m, 2H),7.75 (d, 2H, 
J = 8.1 Hz), 7.70 (s, 1H), 7.61 - 7.66 
(m, 1H), 7.59 (S, 1H) 


10 


A-10 


t-Bu 


H 


13.85 (bs, 1H), 12.30 (s, 1H), 8.21 (d, 
2H, J = 8.1 Hz), 7.73 (d, 2H, J = 8.1 
Hz), 7.70 (s, 1H), 6.84 (S, 1H), 1.31 
(s,9H) 
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m 2 



! 




Re 


R7 


iH-NMR <S) ppm 
(DMSO d-6) 


11 


A-ll 




H 


13.92 (bs, 1H), 12.93 (s, 1H), 8.25 (d, 

Otr T — Q A t_t„\ 17 Q17 /j our t or. 

Zri, J — o.O riz), 1.0/ (a, ZH, J — 0.0 

Hz), 7.75 (d, 2H, J = 8.5 Hz),7.72 (s, 

1H), 7.65 (s, 1H), 7.47 (d, 2H, J = 8.5 

Hz), 1.32 (s, 9H) 


12 


A- 12 


MeOOC-^^— 


H 


13.97 (bs, 1H), 13.00 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz),8.08 (dd, 4H, J = 
19.2 Hz, 8.5 Hz), 7.94 (s, 1H),7.76 

/J OUT T 0 CT TT \ rT rro y 1 x TX 0 

(d, 2H, J = 8.5 Hz),7.72 (s, 1H), 3.81 
(s,3H) 


13 


A- 13 


n-Pen-^^— 


H 


13.88 (bs, 1H), 12.91 (s, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.86 (d, 2H, J = 8.1 
Hz), 7.76 (d, 2H, J = 8.5 Hz),7.72 (s, 
1H), 7.64 (s, 1H), 7.27 (d, 2H, J = 8.1 
Hz), 2.60 (t, 2H, J = 7.8 Hz), 1.60 (q, 
2H, J = 6.6 Hz), 1.27 - 1.36 (m, 2H), 
0.87 (t,3H, J = 6.6 Hz) 


14 


A- 14 




H 


13.90 (bs, 1H), 13.05 (s, 1H), 8.34 (d, 
2H, J = 8.5 Hz), 8.24 (t, 4H, J = 8.2 
Hz), 8.10 (s, 1H), 7.77 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H) 


15 


A- 15 




H 


13.92 (bs, 1H), 12.99 (s, 1H), 8.23 (d, 
2H, J = 8.5 Hz), 7.75 (d, 1H, J = 8.5 
Hz), 7.71 (s, 1H), 7.64 (s, 1H), 7.44 
(d, 1H, J= 4.1 Hz), 7.14 (d, 1H, J = 
4.1Hz) ! 


16 


A- 16 




H 


13.90 (bs, 1H), 12.93 (s, 1H), 8.24 (d, 

OUT T OCTTT \ n C\ A XL ^ T TX rr n/i 

2H, J = 8.5 Hz), 7.84 (bs, 1H), 7.76 
(d, 2H, J = 8.5 Hz), 7.72 (s, 1H), 7.61 
- 7.62 (m, 2H), 7.56 (s, 2H) 


17 


A- 17 


Q- 


H 


13.95 (bs, 1H), 13.00 (s, 1H), 8.65 - 
8.67 (m, 1H), 8.26 (d, 2H, J = 8.4 
Hz), 8.09 - 8.12 (m, 1H), 7.80 - 8.05 

/ m I TT\ O AO S n -| T TV <•? rro /J OT T T 

(m, lri}, 0.O0 (s, 111), 7.7o (a, 2H, J 
= 8.4 Hz), 7.70 (s, 1H), 7.55 (s, 1H), 
7.73 (s, 1H), 7.43 - 7.47 (m, 3H) 


18 


A- 18 


Q- 


H 


13.01 (s, 1H), 9.22 (d, 1H, J = 2.1 
Hri R 62 <VIH ITT J = ft 1 HV 1 9 
Hz), 8.45 (d, 1H, J = 8.4 Hz),8.25 (d, 
2H, J= 8.1 Hz), 7.98 (s, 1H), 7.77 (d, 
2H, J = 8.1 Hz), 7.72 (S, 1H), 7.64 
(dd, 1H, J = 8.1 Hz, 5.1Hz) 


19 


A- 19 




H 


13.15 (s, 1H),8.92 (d, 2H, J = 6.3 
Hz), 8.56 (s, 1H), 8.40 (d, 2H, J = 6.3 
Hz), 8.25 (d, 2H, J = 8.5 Hz), 7.77 
(d, 2H, J = 8.5 Hz), 7.72(s, 1H) 
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3 





#^§- 


R6 




iH-NMR (5) ppm 
(DMSO d-6) 


20 


A-20 




H 


13 93 fbs 1H) 12 93 fs 1H) 8 23 fd 
2H, J = 8.4 Hz), 7.93 - 8.01 <m, 1H), 
7.82 (s, 1H), 7.80 - 7.82 (m, 1H), 7.76 
(d, 2H, J = 8.4 Hz), 7.71(s, 1H) 


21 


A-21 


Br -ifr 


H 


13.97 (bs, 1H), 13.00 (s, 1H),8.23 (d, 
2H J = ft 5 H7^ 7 75 (A 2H J = 8 5 

All, tl O.tJ lib/) t . t \J \VJlj 4*11, U.O 

Hz), 7.71 (s, 1H), 7.64 (s, 1H), 7.41 
(d, 1H, J = 3.8 Hz), 7.24 (d, 1H, J = 
3.8 Hz) 


99 

zz 


A 99 




tr 


13.94 (bs, 1H), 12.97 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 8.04 (d, 2H, J = 8.7 
7 Qfi fri 9H J = ft 7 Ht» 7 Q9 

(bs, 2H), 7.88 (s, 1H), 7.77 (d, 2H, J 
= 8.5 Hz), 7.73 (s, 1H) 


23 


A-23 


O xnv 

VfV 

MeHN V=/ 


H 


13.94 (bs, 1H), 12.97 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 8.04 (d, 2H, J = 8.7 

n Q(? (A OT.T T — . Q rr TT \ 17 QQ 

(bs, 2H), 7.88 (s, 1H), 7.77 (d, 2H, J 
= 8.5 Hz), 7.73 (s, 1H), 2.81 (d, 3H, J 
= 4.2 Hz) 


24 


A-24 


Me 2 N 


H 


14.01 (bs, 1H), 12.94 (s, 1H), 8.25 (d, 

oil t _ 0 c tj„\ 0 ni /VI 9f-T .T = ft 9 

Hz), 7.82 (s, 1H), 7.77 (d, 2H, J = 8.5 
Hz), 7.72 (s, 1H), 7.49 (d, 2H, J = 8.2 
Hz), 2.98 (s, 6H) 


9f£ 
ZD 


A- ZD 


i-Pr-O 


n 


13.90 (bs, 1H), 13.01 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 8.01 - 8.12 (m, 4H), 

7.72 (s, 1H), 5.16 (quint, 1H, J = 6.0 
Hz), 1.35 (d, 6H, J= 6.0 Hz) 


26 


A-26 


rvBu-O 


H 


13.92 (bs, 1H), 13.01 (s, 1H), 8.25 (d, 
2H, J = 8.4 Hz), 8.03 - 8.12 (m, 4H), 
7Q < ?«g lT^H 7 77fH 2H .T = ft 4 Ht> 
7.72 (s, 1H), 4.30(t, 2H, J = 6.6 Hz), 
1.67 - 1.76 (m, 2H), 1.41 - 1.51 (2-m,. 
2H), 0.95 (t> 3H, J = 7.2 Hz) 


27 


A-21 




H 


13.05 (s, 1H), 9.16 (s, 1H), 8.80 (d, 
1H, J = 7.8 Hz), 8.24 (d, 2H, J = 8.4 
Hz), 7.16 (s, 1H), 7.90 (d, 1H, J= 8.7 
Hz), 7.77 (d, 2H, J= 8.4 Hz), 7.72 (s, 
1H), 2.74 (d, 3H) 


28 


A-28 


-CH2COOEt 


H 


13.94 (bs, 1H), 12.82 (s, 1H), 8.21 (d, 
2H, J = 8.7 Hz), 7.74 (d, 2H, J = 8.7 
Hz), 7.71 (s, 1H), 7.08 (s, 1H), 4.09 
(q, 2H, J = 6.9 Hz), 3.75 (s, 2H), 1.20 
(t, 3H, J = 7.2 Hz) 
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4 



** 


#■§- 


R6 


R7 


J H-NMR (8) ppm 
(DMSO d-6) 


29 


A-29 


Ma 
IVIG ^ 

MeOOCT^ 


H 


13.91 (bs, 1H), 12.86 (s, 1H), 8.22 (d, 
2H J = fi fi HV> 7 7^ 9T-T J-fl<; 

Hz), 7.71 (s, 1H), 7.22 (s, 1H), 7.09 
(q, 1H, J = 6.9 Hz), 3.68 (s, 3H), 1.89 
(d, 3H, J = 6.9 Hz) 


30 


A-30 


AcO N 
EtOOC*^ 


i i 


13.94 (bs, 1H), 13.23 (s, 1H), 8.24(d, 
2H, J = 8.1 Hz), 7.98 (s, 1H), 7.75 (d, 
o — o.J. nzj, /. /i \S3, 1x1,1, 4.4t> ^q, 
1H, J = 7.2 Hz), 2.10 (s, 3H), 1.35 (t, 
3H, J = 7.2 Hz) | 


31 


A-31 




H 


13.90 (bs, 1H), 13.08 (s, 1H), 9.64 (d, 
1H, J = 2.1 Hz), 9.10 (s, 1H), 8.27 (d, 

Hz), 8.17 (s, 1H), 7.92 (td, 1H, J = 
8.7 Hz, 1.8 Hz), 7.76 - 7.81 (m, 3H), 
7.72(s, 1H) 


32 


A-32 


O- 


-COOEt 


14.U4: ^ds, m;, lo.oU ^s, 1x1), o.zo (.a, 
2H, J = 8.5 Hz), 7.73 - 7.76 (m, 4H), 
7.70 (s, 1H), 7.44 - 7.46 (m, 3H), 4.22 
(q, 2H, J = 6.9 Hz), 1.23 (t, 3H, J = 
6.9 Hz) 


33 


A-33 


o- 


■COOMe 


lo.y / ^DS, 1x1;, lo.Ol (£, IxiJ, o.Z4 VCl, 

2H, J = 8.4 Hz), 8.76 (d, 2H, J =8.4 
Hz), 7.73 - 7.76 (m, 2H), 7.70 (s, 
1H), 7.44 - 7.46 (m, 3H), 3.75 (s, 1H) 


34 


A.34 


\=/ 




13.88 (bs, 1H), 12.89 (s, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.76 (d, 2H, J = 8.5 
nz;, /. / 1 (^s, Ixl), /.btl - /.bo (ill, 
2H), 7.38 - 7.51 (d, 3H), 3.99 (s, 2H), 
3.68 (s, 3H) 


35 


A-35 




-(CH2) 2 C02Me 


13.93 (bs, 1H), 12.80 (s, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 211, J = 8.5 
Hz), 7.71 (s, 1H), 7.46 - 7.51 (m, 
2H), 7.46 - 7.51 (m, 2H), 7.36 - 
7.42 (m, 1H), 3.6 (s, 3H), 3.17 (t, 2H, 
J = 7.4 Hz), 2.72 (t, 2H, J = 7.4 Hz) 


36 


A-36 




-(CH2)2C02Et 


13.93 (bs, 1H), 12.80 (s, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H), 7.46 - 7.51 (m, 
2H), 7.46 - 7.51 (m, 2H), 7.36 - 
7.42 (m, 1H), 4.05 (q, 2H, J = 7.1 
Hz), 3.17 (t, 2H, J = 7.4 Hz), 2.72 (t, 
2H, J = 7.4 Hz), 1. 16 (t, 2H, J = 7.1 
Hz) 



38 



01/07423 



PCT/JP00/04909 



5 



mm 




R6 


R7 


iH-NMR (6) ppm 
(DMSO d-6) 


O / 






wJT3 


13.90 (bs, 1H), 12.80 (s, lH),8.22(d, 
2H, J = 8.5 Hz), 7.74 (d, 2H, J = 8.5 

1H), 7.53 (d, 2H, J = 8.2 Hz), 2.51 (s, 
3H) 


38 


A-38 




Et 


13.87 (bs, 1H), 12.76 (s, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 

TJr,\ 7 7H ic 1 7 CO 7 

2H), 7.45 - 7.50 (m, 2H), 7.35 - 7.40 
(m, 1H), 2.93 (q, 2H, J = 7.7 Hz), 
1.29 (t,3H, J = 7.7 Hz) 


39 


A-39 


Me 




lO.aO {US, In;, IZ.yO ^S, IXIJ, o.OU vQ, 

2H, J = 9.0 Hz), 8.23 (d, 2H, J = 8.2 
Hz), 7.79 (d, 2H, J = 9.0 Hz), 7.75 (d, 
2H, J = 8.2 Hz), 7.70 (s, 1H), 2.50 (s, 
in; 


40 


A-40 




H 


13.92 (bs, 1H), 12.76 (s, 1H),8.19 (d, 
4H, J = 8.8 Hz), 7.72 (d, 2H, J = 8.2 
Hz), 7.69 (s, 1H), 7.54 (d, 2H, J = 8.2 


41 


A-41 


On 


Me 


13.15 (s, 1H),8.92 (d, 2H, J = 6.3 
Hz), 8.56 (s, 1H), 8.40 (d, 2H, J = 6.3 
Hz), 8.25 (d, 2H, J = 8.5 Hz), 7.77 
(d, 2H, J = 8.5 Hz), 7.72(s, 1H) 


42 


A-42 




COOMe 


lo.iju {JOS, 1x1;, lo.ol \S, Ixi/, o.Z4 vu, 

2H, J = 8.7 Hz),7.80 - 7.84 (m, 2H), 
7.75 (d, 1H, J = 8.7 Hz), 7.70 (s, 1H), 
7.26 - 7.32 (m, 2H), 3.76 (s, 3H) 


43 


A-43 




CH2CH2CI 


1 Q QQ /T-vo 1 TT\ 1 O Qfi 1 J-T\ Q OO /rl 

lo.yz (jos, ixi,;, iz.ob (^s, ixi;, o.zz ^a, 
2H, J = 8.5 Hz), 7.75 (d, 1H, J = 8.5 
Hz), 7.71 (s, 1H), 7.65 - 7.69 (m, 2H), 
7.28 - 7.34 (m, 2H), 3.91 (t, 2H, J = 
6.6 Hz), 3.33 (t, 2H, J = 6.6 Hz) 


44 


A-44 




Me 


2H, J = 8.5 Hz), 7.74 (d, 2H, J = 8.5 
Hz), 7.70 (s, 1H), 7.52 - 7.63 (m, 
2H), 7.28 - 7.34 (m, 2H), 2.38 (s, 3H) 


45 


A-45 




CON(Me)2 


13.96 (bs, 1H), 13.15 (s, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 7.77 (d, 2H, J = 8.5 
Hz), 7.23 (s, 1H), 7.65 - 7.69 (m, 
2H), 7.37 - 7.51 (m, 3H), 2.97 (s, 
3H), 2.67 (s, 3H) 


46 


A-46 


0- 


CONH2 


13.94 (bs, 1H), 13.10 (s, 1H), 8.25 (d, 
2H, J= 8.5 Hz), 7.72 - 7.81 (m, 5H), 
7.52 (bs, 2H), 7.41 - 7.49 (m, 3H) 



39 



01/07423 



PCT/JPOO/04909 



6 



#■§- 




R6 


R 7 


iH-NMR (5) ppm 
(DMSO d-6) 


47 


A-47 


o- 


CONHMe. 


13.90 (bs, 1H), 13.11 (s, 1H), 8.25 (d, 

2H .T = ft ^ TTy» ft 1 ft (n 1H T — 4 7 
Hz), 7.76 (d, 2H, J = 8.5 Hz), 7.71 - 1 
7.74 (m, 3H), 7.37 - 7.48 (m, 3H), 
2.71 (d,3H, J = 4.7 Hz) 


48 


A-48 


Qr 


*-CH 2 - 


2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H), 7.56 - 7.60 (m, 
2H), 7.36 - 7.41 (m, 1H), 7.23 - 7.29 
(m, 1H), 3.92 (s, 2H) 


49 


A-49 


HT 


*-(CH2) 2 - 


13.92 (bs, 1H), 12.85 (s, 1H), 8.24 (d, 

7.18 - 7.32 (m, 3H), 2.96 - 3.05 (m, 
4H) 


50 


A-50 


Or 


*-(CH2)3- 


13.89 (bs, 1H), 12.76 (s, 1H), 8.23 (d, 
2H, J = 8.5 Hz), 7.99 (d, 1H, J = 7.1 

WW H IK {A 9TI T — Q 1 TJrA 1 11 /c 

riz), i.io (a, ztl, o — o.l llz), /. / I (s, 
1H), 7.19 - 7.34 (m, 3H), 72.96 (t, 
2H, J = 7.1 Hz), 2.78 - 2.81 (m, 2H), 
2.07 - 2.15 (m, 2H) 


51 


A-51 




CH2CH2CI 


13.95 (bs, 1H), 12.90 (s, 1H), 8.22 (d, 
zri, j — o.o rizj, /. /o (a, Zxl 7 j — o.o 
Hz), 7.71 (s, 1H), 7.66 - 7.71 (m, 
2H), 7.57 - 7.62 (m, 2H), 3.91 (t, 2H, 
J = 6.8 Hz), 3.33 (t 2H, J = 6.8 Hz) 


52 


A-52 


AcHN-^^— 


H 


1 Q QQ /ko 1 \X\ 1 O QO fa 1 VT\ 1 n HQ 

(s, 1H), 8.24 (d, 2H, J = 8.5 Hz), 7.88 
(d, 2H, J = 8.5 Hz), 7.75 (d, 2H, J = 

ft *i WW 7 79 <b 1TH 7 fifi f«1 9W T — 

8.5 Hz), 7.59 (s, 1H), 2.07 (s, 3H) 


53 


A-53 


F 3 C 


H 


13.98 (bs, 1H), 12.95 (s, 1H), 8.33 (s, 
1H), 8.25 (d, 2H, J = 8.5 Hz), 8.23 - 
8.27 (m, 1H), 7.98 (s, 1H), 7.77 (d, 
2H J = 8 5 HtI 7 69 - 7 72 <tti 3FTl 


54 


A-54 


H 


a-Q- 

CI 


13.90 (bs, 1H), 8.22 (d, 2H, J = 8.5 
Hz), 8.14 (s, 1H), 7.76 (d, 2H, J= 8.5 
Hz), 775 (s, 1H), 7.62 - 7.70 (m, 2H) 


55 


A-55 


H 




13.87 (bs, 1H) 12 86 (s 1H) 8 23 (d 
2H, J = 8.5 Hz), 7.98 (s, 1H), 7.76 (d, 
2H, J =. 8.5 Hz), 7.71 (s, 1H), 7.68 - 
7.52 (m, 2H), 7.42 - 7.47 (m, 2H), 
7.30 - 7.35 (m, 1H) 


56 


A-56 


Me 


H 


13.89 (bs, 1H), 12.95 (s, 1H), 8.23 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, 1H), 7.36 (s, 1H), 7.11 
(s, lH),2.40(s, 3H) 



40 



01/07423 



PCT/JP00/04909 



7 





#^ 


R« 


R 7 


iH-NMR (5) ppm 
(DMSO d-6) 


57 




H 


XT 


13.89 (bs, 1H), 12.77 (s, 1H), 8.23 (d, 
2H, J = 8.5 Hz), 7.76 (d, 2H, J = 8.5 
7 71 (r lfTt 7 29 <s IHi 7 07 

(d, 1H, J = 1.1 Hz), 2.60 (s, 3H), 2.40 
(s,3H) 


58 


A-58 


C \_/ 

* 


*-OCH2- 


14.03 (bs, 1H), 12.99 (s, 1H), 8.23 (d, 
2H, J = 8.2 Hz), 7.75 (d, 2H, J = 8.2 
xrzj, i .ozf ySf ixi/, # .o** An, u — ^.o 
Hz), 7.24 (dd, 1H, J = 8.5 Hz, 2.5 
Hz), 6.97 (d, 1H, J= 8.5 Hz), 5.54 (s, 
2H) 


59 


A-59 




*-SCH2- 


1 q OA /k c 1 tn 1 o qk / c i U\ e Q/l /VI 
Ao.o4 (,us, in^, xaou vb, in/, o.o*± \\i, 

2H, J = 8.5 Hz), 7.86 - 7.90 (m, 1H), 

7.76 (d, 2H, J = 8.5 Hz), 7.72 (s, 1H), 

7.34 - 7.37 (m, 1H), 7.19 - 7.30 (m, 

2H), 4.32 (s, 2H) 


60 


A-60 


F 


H ! 


lo.yo ^DSjlrlJ, l^.yo vS, lxl,),o.Zo \fx, 

2H, J = 8.4 Hz), 7.93 - 8.01 (m, 1H), 
7.82 (s, 1H), 7.80 - 7.82 (m, 1H), 7.76 
(d 2H, J = 8.4 Hz), 7.71(s, 1H) 


61 


A-61 




H 


lo.y4 (DS, lit), lo.Ul {.S, 1X1^,0.^0 v*l» 
2H, J = 8.2 Hz), 8.18 (d, 2H, J = 8.2 
Hz), 7.96 (s, 1H), 7.82 (d, 2H, J = 8.2 
Hz), 7.76 <d, 2H, J= 8.2 Hz), 7.71 (s, 
1H) 


62 


A-62 


MeO-^ — 
F 


H 


1 Q Ql Ax 0 lXJ\ 19Q1 ft 9.4. f H 

lo.y^ ^DS, in/, ia.ui ^s, ixi^, o.^^i v u > 
2H, J = 8.5 Hz), 7.96 (s, 1H), 7.67 - 
7.80 (m, 6H), 7.22 - 7.28 (m, 1H), 
3.88 (s, 3H) 


63 


A-63 


Q- 

F 3 CO 


H 


1 Q Qf; ITTI 19Q/7fc llTi ft 9fi /VI 
lo.yo {JDS, 1X1/, L*u.V f \p, 1X1/, O..40 \%J., 

2H, J = 8.5 Hz), 8.00 - 8.02 (m, 1H), 
7.94 - 7.96 (m, 6H), 7.77 (d, 2H, J = 
8.5 Hz), 7.73 (s, 1H), 7.60 (t, 1H, J = 
7 H HVl 7 34 - 7 36 (m lHi 


64 


A-64 


F 


H 


13.97 (bs, 1H), 12.97 (s, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, 1H), 7.26 - 
7.84 (m, 6H), 7.72 (s, 1H), 7.47 - 7.54 
Cm 1H) 7 15 - 7 21 Cm 1H) 


65 


A-65 




C02Me 


13.40 (s, 1H), 8.24 (d, 2H, J = 8.2 
Hz),7.97 (d, 2H, J = 8.5 Hz), 7.83 (d, 
2H, J = 8.0 Hz), 7.76 (d, 2H, J = 8.0 
Hz), 7.70 (s, 1H), 3.77 (s, 3H) 


66 


A-66 




H 


8.24 (d, 2H, J = 8.5 Hz), 7.77 (d, 2H, 
J = 8.5Hz),7.73 (s, 1H), 7.72 (s, 1H) 



41 



WO 01/07423 



PCT/JP00/04909 



^8 



#-*§- 




R6 


R 7 


iH-NMR (6) ppm 


67 


A-67 


6- 


H 


13.96 (bs, 1H), 12.98 (s, 1H), 8.25 (d, 
2H, J = 8.2 Hz), 8.09 - 8.15 (m, 1H), 
7.77 (d, 2H, J = 8.5 Hz), 7.73 (s, 1H), 
# .00 yiXj in, j — ^.0 nzy, /.ox ■ 
(m, 3H) 


68 


A-68 


ocf 3 


H 


13.96 (bs, 1H), 12.96 (s, 1H), 8.23 (d, 
2H, J = 8.2 Hz), 7.86 (d, 1H, J = 7.9 
Hz), 7.62 - 7.78 (m, 6H), 7.35 (s, 1H) 


69 


A-69 




H 


ID QQ /Up 1 TT\ 1 Q f\0 fe> 1 TJ\ O /M 

lo.tfo (DS, IxlJ, xo.Uo (S, 1x1), (d, 

2H, J = 8.2 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.72 (s, 1H), 7.47 - 7.57 (m, 
1H), 7.55 (s, 1H), 7.17 - 7.28 (m, 2H) 


70 


A-70 


P 


H 


13.95 (bs, 1H), 12.97 (s, 1H), 8.25 (d, 
al, «J — ©..£ rizj, o.Ua - 7.1o (m, 111), 
7.76 (d, 2H, J = 8.2 Hz), 7.72 (m, 
1H), 7.60 (d, 1H, J = 2.7 Hz), 7.36 - 
7.44 (m, 1H), 7.20 - 7.27 (m, 1H) 


71 


A-71 


F 

F 


H 


13.96 (bs, 1H), 12.94 (s, 1H), 8.23 (d, 

QTT T OO T T— \ rj 0^7 O f\£* / 1 TTV 

7.75 (d, 2H, J = 8.2 Hz), 7.67 - 7.72 
Cm 1H) 7 69 Cs VFH 7 67 (d 1H J 
= 2.5 Hz) 


72 


A-72 


Br 


H 


13.99 (bs, 1H), 12.92 (s, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 8.19 ft, 2H, J = 1.6 
Hz), 7.95 - 7.98 (m, 1H), 7.87 (s, 
1H), 7.77 (d, 2H, J = 8.5 Hz), 7.52 - 
7.56 (m, 1H), 7.42 ft 1H, J = 8.0 Hz) 


73 


A-73 


<-o- 


H 


13.97 (bs, 1H), 12.95 (s, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.72 - 7.84 (m, 8H), 



42 



WO 01/07423 




PCT/JP00/04909 



a V=-><Di\t> t> \Z. 1,4-7- T y y ^ V ^SrfflV^ 5 ^ <t C cfc «3 ^-^^(B-l) 
9 ~ 1 lii^Lfco 



43 



WO 01/07423 



PCT/JP00/04909 



m. 9 




R 7 





#-§■ 


R 6 


R 7 


ITT XTh>TT> /C\ 

1 H - IN [VI K (6) ppm 
(DMSO d-6) 


74 


B-l 




H 


12.92 (s, 1H), 12.72 (bs, 1H), 8.24 (d, 
2H, J = 8.4 Hz),7.95 - 7.98 (m, 2H), 
7.87 (s, 1H), 7.76 (d, 2H, J = 8.4 Hz), 
7.73 (s, 1H), 7.43 - 7.48 (m, 2H), 7.32 
- 7.37 (m, 1H) 


75 


B-2 




H 


12.89 (s, 1H), 12.75 (bs, 1H), 8.24 (d, 
2H, J = 8.4 Hz),7.97 - 8.02 (m, 2H), 
7.87 (s, 1H), 7.76 (d, 2H, J = 8.4 Hz), 
7.70 (s, 1H), 7.26 - 7.32 (m, 2H) 


76 


B-3 




H 


12.92 (s, 1H), 12.73 (bs, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.94 (d, 2H, J = 7.1 
Hz), 7.90 (s, 1H), 7.86 (s, 1H), 7.76 
(d, 2H, J = 8.5 Hz), 7.65 (d, 2H, J = 
7.1 Hz) 


77 


B-4 




H 


12.91 (s, 1H), 12.72 (bs, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.98 (d, 2H, J = 8.5 
Hz), 7.86 (s, 1H), 7.79 (s, 1H), 7.76 
(d, 2H, J = 8.5 Hz), 7.52 (d, 2H, J = 
o.O rlz) 


78 


B-5 




H 


12.89 (s, 1H), 12.75 (bs, 1H), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, 1H), 7.85 (d 
1H, J = 8.1 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.64 (s, 1H), 7.26 (d, 1H, J = 8.1 
Hz) 2 34 (s 3H> 


79 


B-6 




H 


12.94 (s, 1H), 12.74 (bs, 1H), 8.25 (d, 
2H, J = 8.4 Hz),8.06 (d, 2H, J = 8.1 
Hz), 7.87 (s, 1H), 7.72 - 7.79 (m, 
7H), 7.49 (t, 2H, J = 7.5 Hz), 7.38 & 
2H, J = 7.5 Hz) 


80 


B-7 


MeO-^^— 


H 


12.89 (s, 1H), 12.76 (bs, 1H), 8.24 (d, 
2H, J = 8.4 Hz),7.99 (d, 2H, J = 8.7 
Hz), 7.86 (s, 1H), 7.76 (d, 2H, J = 8.4 
Hz), 7.56 (s, 1H), 7.01 (d, 2H, J = 
8.7 Hz), 3.80 (s, 3H) j 


81 


B-8 


N0 2 


H 


12.85 (s, 1H), 12.73 (bs, 1H), 8.21 (d, 
2H, J = 8.7 Hz), 7.94 (dd, 1H, J = 7.8 
Hz, 1.2 Hz), 7.86 (s, 1H), 7.78 - 7.83 
(m, 2H), 7.74 (d, 2H, J = 8.7 Hz), 
7.61 - 7.67 (m, 1H), 7.59 (S, 1H) 



44 



WO 01/07423 




PCT/JP00/04909 



m i o 



mm 


#75- 


R6 




iH-NMR (8) ppm ! 
(DMSO d-6) 


82 


B-9 


t-Bu 


H 


12.70 (s, 1H), 8.20 (d, 2H, J = 8.7 
Hz), 7.84 (s, 1H), 7.73 (d, 2H, J = 8.7 
Hz), 6.84 (S, 1H), 1.31 (s, 9H) 


83 


B-10 




H 


12.90 (s, 1H), 12.73 (bs, 1H), 8.24 (d, 

9Ff T-S>; HrA 7 8« (A 9H J-aK 
All, U — O.D XlZ^, i.Ou ^U., -£FL, «J — O.O 

Hz), 7.87 (s, 1H), 7.76 (d, 2H, J = 8.5 
Hz), 7.64 (s, 1H), 7.47 (d, 2H, J = 8.5 
Hz), 1.32 (s, 9H) 


84 


B-ll 


MeOOC-^^— 


H 


12.97 (s, 1H), 12.72 (bs, 1H), 8.25 (d, 
2H, J = 8.5 Hz), 8.08 (dd, 4H, J = 
18.9 Hz, 8.8 Hz), 7.94 (s, 1H), 7.87 

/o 7 7A //I 9T-T T — ft ^ Q ftl 
vS, 1x1,;, / . #o vO, zri, d — o.D nz;, o.oi 

(s, 3H) 


oc 
85 








12.89 (s, 1H), 12.72 (bs, 1H), 8.24 (d, 
2H, J = 8.7 Hz), 7.87 (s, 1H), 7.85 (d, 
2H, J = 8.4 Hz), 7.75 (d, 2H, J = 8.4 

tt_\ *7 no (o i ~t-T\ n OR {A 9TJ T — ft *7 

Hz), 2.60 (t, 2H, J = 7.8 Hz), 1.55 - 
1.65 (m, 2H), 1.27 - 1.36 (m, 2H), 
0.87 (t, 3H, J = 7.8 Hz) 


86 


B-13 




H 


13.03 (s, 1H), 12.73 (bs, 1H), 8.34 (d, 
Zrl, d — o.D rizj, o.Zfi \\x } zri, J — o. / 
Hz), 8.22 (d, 2H, J = 8.7 Hz), 8.09 (s, 
1H), 7.86 (s, 1H), 7.76 (d, 2H, J = 8.5 
Hz) 


87 


B-14 




H 


lOQQ/o 1]T\ 19 7Q/>*CS 1TT\ ft 9^ /VI 

IZ.Ocf v^S, JLtlJ, /o JJJS, XXv, o.iO ^U, 

2H, J = 8.7 Hz), 7.87 (s, 1H), 7.75 (d, 
2H, J = 8.7 Hz), 7.64 (s, 1H), 7.44 
(d, 1H, J = 3.9 Hz), 7.15 (d, 1H, J = 
3.9 Hz) 


88 


B-15 




H 


12.89 (s, 1H), 12.72 (bs, 1H), 8.24 (d, 

our t _ o c tt„\ 707/0 1 -tn 7 cq . 
^n, «j —0.0 nzj, /,o# ^s, isijj 1.00 

7.84 (m, 1H), 7.75 (d, 2H, J = 8.5 

Hz), 7.62 - 7.63 (m, 2H), 7.56 (s, 1H) 


89 


B-16 


Cl s_ 


H 


12.92 (s, 1H), 12.73 (bs, 1H), 8.24 (d, 
9H J = « 7 T-TA R99 (t\ 1H ,T=24 

Hz), 7.95 (dd, 1H, J = 8.4 Hz, 2.4 
Hz), 7.94 (s, 1H), 7.86 (s, 1H), 7.77 
(d, 2H, J = 8.7 Hz), 7.73 (d, 1H, J = 
8.4 Hz) 


90 


B-17 




H 


12.99(s, 1H), 12.75 (bs, 1H), 8.38 (m, 
1H), 8.25 (m, 2H), 7.99 (m, 2H), 7.87 
(s, 1H), 7.77 (d, 2H, J = 8.4 Hz), 7.55 
(m, 4H), 7.73 (m, 1H), 


91 


B-18 




H 


12.91 (s, 1H,), 12.76 (bs, 1H), 8.86(s, 
1H), 8.23 (d, 2H, J=8.7 Hz), 7.96 (m, 
1H), 7.83 (m, 1H), 7.82 (s, 1H), 7.75 
(d, 2H, J=8.7 Hz), 7.52 (m, 1H) 



45 



WO 01/07423 




PCT/JP00/04909 



m i i 



#^ 


§^ 


R6 




iH-NMR(5)ppm 
(DMSO d-6) 


92 


, B-19 




H 


IOQQ^p 1IJ\ 1 9 7K A>p -1 TT\ QQQ 

(1H, m), 8.26 (d„ 2H, J=8.7 Hz), 
7.99 (m, 2H), 7.87(s, 1H), 7.77 (d, 
2H, J=8.7 Hz), 7.56 (m, 4H), 7.73 
(m, 1H) 


93 


B-20 


H 


H 


1Z.7Z (bs, Zri), o.zz (a, 2rl, J=o.7 
Hz), 7.86 (s, 1H), 7.58 (d, 1H, J=3.6 
Hz), 7.75 (d, 2H, J=8.7 Hz), 7.31 (d, 
1H, J=3.6 Hz), 


94 






J, //ITT \ 


12.84 (s, 1H), 12.73 (bs, 1H), 8.23 (d, 
2H, J = 8.5 Hz), 7.86 (s, 1H), 7.75 (d, 

OTT T _ O C TT \ n rj a ✓J iTT T r* f\ 

2H, J = 8.5 Hz), 7.74 (d, lH, J = 6.9 
Hz), 7. 18 - 7.32 (m, 3H), 2.96 - 3.05 
(m,4H) 


95 


B-22 


Or 


*-(CH2>3- 


12.75 (s, 2H), 8.23 (d, 2H, J = 8.5 
Hz), 8.00 (d, 2H, J = 7.4 Hz), 7.86 (s, 
1H), 7.75 (d, 2H, J = 8.5 Hz), 7.19 - 
7.33 (m, 3H), 2.96 (t, 2H, J = 6.8 
Hz), 2.78 - 2.82 (m, 2H), 2.06 - 2.15 
(m,2H) 


96 


B-23 


-=-0- 


CH2CH2C1 


12.86 (s, 1H), 12.74 (bs, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.86 (s, 1H), 7.75 (d, 
2H, J = 8.5 Hz), 7.65 - 7.69 (m, 2H), 
7.29 - 7.35 (m, 2H), 3.91 (t, 2H, J = 
6.8 Hz), 3.32 (t, 2H, J = 6.8 Hz) S 


Q7 




CI— <PV— 

Cl \=/ 


lvie 


12.76 (s, 1H), 12.70 (bs, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.85 (s, 1H), 7.74 (d, 

OXJ T — QC TT \ 17 70 /J OTT f _ Q C 

Hz), 7.53 (d, 2H, J = 8.5 Hz), 2.51 (s, 
1H) 


98 


B-25 




CH2Me 


12.77 (s, 1H), 12.70 (bs, 1H), 8.22 (d, 
2H, J = 8.5 Hz), 7.86 (s, 1H), 7.75 (d, 
2H, J = 8.5 Hz), 7.62 - 7.65 (m, 2H), 
7.45 - 7.50 (m, 2H), 7.35 - 7.40 (m, 
1H), 2.93 (q, 2H, J = 7.4 Hz), 1.29 (t, 
3H, J = 7.4 Hz) 
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R 7 



#•§• 




R6 


B7 


iH-NMR (8) ppm 
(DMSO d-6) 


99 


C-l 


CI 


H 


12 88 Cs 1H ■) 12 54 Cbs 1FT> 8 22 Cs? lFTk 
8.20 (d, 2H, J = 5.8 Hz), 7.91 - 7.97 (m, 
4H), 7.72 (d, 1H, J = 8.5 Hz), 6.83 (s, 1H) 


100 


C-2 


MeOOC-^V- 


H 


12.96(s, 1H), 12.54 (bs, 1H), 8.22 (d, 2H, J 
= 8 7Ht> 8 04 - 8 13 Cm 1 FH 7 Q4 C« ITT* 
7.93 (d, 2H, J = 6.9 Hz), 6.84 (s, 1H), 3.88 
(s,3H) 


101 


C-3 




H 


12.89 (s, 1H,), 12.55 (bs, 1H), 8.21 (d, 2H, 
J = 8.5 Hz), 7.89 - 8.03 (m, 1H), 7.93 (d, 
2H ,I = 8SH7l 7 89 . 7 ftfi Cm 1TT» 7 ftp 

(s, 1H), 7.48 - 7.57 (m, 1H), 6.83 (s, 1H) 


102 


C-4 




H 


12.96(s, 1H), 12.55 (bs, 1H), 8.20 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.34 (s, 
1H), 7.42 (d, 1H, J = 3.8 Hz), 7.24 (d, 2H, J 
= 38 HtV fi 83 Cs IfTl 


103 


C-5 


Or 


*-(CH2) 2 - 


12.81 (s, 1H), 12.54 (bs, 1H), 8.21 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.74 (d, 
2H, J = 7.4 Hz), 7.18 - 7.32 (m, 3H), 6.83 
Cs IK) 2 95 - 3 05 Cm 4FT> 


104 


C-6 


Or 


*-<CH2)s- 


12.72 (s, 1H), 12.56 (bs, 1H), 8.20 (d, 2H, J 
= 8.5 Hz), 8.01 (d, 1H, J =7.4 Hz), 7.92 (d, 
2H, J = 8.5 Hz), 7.20 - 7.34 (m, 3H), 6.82 
(s, 1H), 2.97 (t, 2H, J = 6.8 Hz), 2.79 - 2.81 
Cm, 2H), 2.09 - 2.13 (m, 2H) 


105 


C-7 




CH2CH2CI 


12.83 (s, 1H), 12.55 (bs, 1H), 8.19 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.65 - 
7.70 (m, 2H), 8.28 - 7.35 (m, 2H), 6.83 (s, 
1H), 3.91 (t, 2H, J = 6.9 Hz), 3.34 (t, 2H, J 
= 6.9 Hz) 


106 


C-8 




Me 


12.75 (s, 1H), 12.53 (bs, 1H), 8.19 (d, 2H, J 
= 8.5 Hz), 7.91 (d, 2H, J = 8.5 Hz), 7.72 (d, 
2H, J = 8.5 Hz), 7.53 (d, 2H, J = 8.5 Hz), 
6.82 (s, 1H), 2.51 (s, 3H) 


107 


C-9 


o- 


CH2Me 


12.74 (s, 1H), 12.55 (bs, 1H), 8.19 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.62 - 
7.65 (m, 2H), 7.45 - 7.50 (m,. 2H), 7.35 - 
7.40 (m, 1H), 6.83 (s, 1H), 2.93 (q, 2H, J = 
7.4 Hz), 1.30 (t, 3H, J = 7.4 Hz) 
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m i 3 



PCT/JP00/04909 



O o 





#^§- 


X 




iH-NMR (8) ppm 
(DMSO d-6) 


108 


D-l 




H 


7.64 (2H, d, J = 8.7 Hz), 7.71 (2H, d, J = 
8.7 Hz), 7.74 (2H, d, J = 8.7 Hz), 
7.86(1H, s), 8.06 (2H, d, J = 8.1 Hz), 
12.70(1H, br.s) 


109 


D-2 




H 


7.21 (2H, dd, J = 8.7 Hz, Jh-f= 8.7 Hz), 
7.75 (2H, d, J = 8.7 Hz), 7.80 (2H, m), 
7.86 (1H, s), 8.06 (2H, d, J = 8.7 Hz), 
10.42 (1H, s), 12.72 (1H, bs) 


110 


D-3 


Et 


H 


1 33 (3H t J = 6 9 Hz) 4 45 C2H a J = 
6.9 Hz), 7.20 (1H, dd, J = 8.1 Hz, 8.1 
Hz), 7.46 (1H, dd, J = 8.1 Hz, 8.1 Hz), 
7.60 (2H, m), 7.75 (1H, m), 7.76 (2H, d, 
J = 8.7 Hz), 7.88 (1H, s), 8. 15 (2H, d, J 
= 8.7 Hz), 8.58 (1H, s), 10.43 (1H, 's),' 
12.72 (1H, bs) 


111 


D-4 


Et 


H 


1.16 (3H, t, J = 7.2 Hz), 2.30 (3H, s), 
3.40 (2H, q, J= 7.2 Hz), 3.56 (2H, t, 5.4 
Hz), 3.68 (2H, m), 6.44 (1H, bs), 6.58 
(1H, d, J = 7.5 Hz), 6.63 (1H, s), 6.64 
(1H, d, J = 7.5 Hz), 7.14 (1H, dd, J = 7.5 
Hz, 7.5 Hz), 7.52 (2H, d, J = 8.7 Hz), 
7.77 (2H, d, J = 8.7 Hz), 7.83 (1H, s) 


112 


D-5 


H H 


Ph 


6.95 (1H, dd, J = 7.5 Hz, 7.5 Hz), 7.23 
(3H, m), 7.38 (6H, m), 7.60 (2H, m), 
7.69 (2H, m), 7.77 (1H, s), 9.02 (1H, s), 
9.25 (1H, s), 12.66 (1H, bs) 


113 


D-6 




Me 


3.47 (3H, s), 7.41 (2H, d, J = 9.0 Hz), 
7.47 (4H, m), 7.58 (3H, m), 7.78 (2H, d, 
J = 9.0 Hz), 7.84 (2H, m), 12.62 (1H, bs) 


114 


D-7 




H 


3.83 (3H, s), 7.07 (1H, dd, J = 2.4 Hz, 
9.0 Hz), 7.62 (1H, d, J= 2.4 Hz), 7.68 
(1H, d, J = 9.0 Hz), 7.76 (2H, d, J = 8.4 
Hz), 7.87 (1H, s), 8.23 (2H, d, J =8.4 
Hz), 12.75 (1H, s), 12.88 (1H, s) 


115 


D-8 




H 


7.58 (3H, m), 7.77 (2H, d, J = 8.7 Hz), 
7.88 (2H, m), 7.95 (3H, m), 8.06 (2H, 
m), 8.11 (2H, d, J = 8.7 Hz), 10.72 (1H, 
s), 12.72 (1H, bs) 


116 


D-9 




H 


4.49 (2H, d, J = 6.0 Hz), 7.25(lH, m), 
7.33 (4H, m), 7.69 (2H, d, J = 8.1 Hz), 
7.83 (1H, s), 8.01 (2H, d, J = 8.1 Hz), 
9. 17 (1H, t, J = 6.0 Hz), 12.69 (1H, bs) 
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St 1 4 



mm 
#-*§• 




X 


RA 


iH-NMR (8) ppm 
(DMSO d-6) 


117 


D-10 




H 


7.7 '4 (4 H, m), 7.85 (1H, s), 8.06 (2H, d, 
J = 9.0 Hz), 12.60 (1H, bs) 


118 


D-ll 




H 


12.45 (bs, 1H), 10.29 (s, 1H), 8.07 (d, 

9W T — ft 1 7 R7 fa ITTl 7 74 Crt 

2H, J= 8.1 Hz), 7.67 (d, 2H, 8.7 Hz), 
7.18 (d, 2H, J = 8.7 Hz), 2.56 (t, 2H, J = 
7.5 Hz), 1.50 - 1.61 (m, 2H), 1.25 - 1.37 

fm QIT\ f) Ql ft 9,Vf ,T = 7R H'T* 


119 


D-12 




H 


13.94 (bs, 1H), 12.25 (s, 1H), 8.17 (d, 
2H, J = 8.4 Hz), 7.88 - 7.92 (m, 2H), 
7.77 (d, 2H, J = 8.4 Hz), 7.72 (s, 1H), 

7 . 7 fm <nT» ft Qft ^TT* 


120 


D-13 




H 


3.893 (3H, s), 7.026 (1H, s), 7.756 (2H, 
d, J=8.4 Hz), 7.851 (1H, s), 8.028-8.100 
(4H, m), 8.156 (2H, d, J=8.4 Hz), 
12.277 (1H, s), 12.714 (1H, br) 


121 


D-14 




H 


/.oob (In, da, J— o.4 riz^, i.fou- 
7.769 (4H, m), 7.865 (1H, s), 7.943 (1H, 
d, J=8.4 Hz), 8.236 (2H, d, J=8.4 Hz), 
12.732 (1H, s), 12.963 (1H, br) 


122 


D-15 




H 


7.019 (1H, br), 7.332-7.381(lH, m), 
I. Vol v&rl, t, o—l.i tlx), /./ll- 
7.785(4H, m), 7.862 (1H, s), 8.147 (2H, 
d, J=8.7 Hz) 11.024 (1H, s), 12.5 (1H, 
br) 


123 


D-16 




H 


3.879 (3H, s), 7.107 (1H, s), 7.732 (2H, 

a, d— 0.4 11ZJ, /.ool V-Lil, SJ, l.iJOO v^ri, 

d, J=8.7 Hz), 8.036 (2H, d, J=8.7 Hz), 
8.152 (2H, d, J=8.4 Hz), 11.124 (1H, s), 
12.711 (1H, br) 


124 






H 


7.31-7.37 (2H, m), 7.735 (2H, d, J=9.0 
Hz), 7.86-7.83(2H, m), 7.871 (1H, s), 
8 149-8 178 <3H m) 8298(2H d 
J=8.7 Hz), 8.73 (1H, s), 11.058 (1H, s), 
12.707 (1H, br) 


125 


D-18 


EtO ^-N 


H 


1.352 (3H, t, J=7.2 Hz), 4.350 (2H, q, 
J=7.2Hz), 7.728 (2H, d, J=8.4Hz), 
7.862 (1H, s), 7.919 (2H, d, J=8.4 Hz), 
8.062 (2H, d, J=8.4 Hz), 8.164 (2H, d, 
J=8.7Hz), 11.119 (1H, s), 12.716 (1H, 
br) 



51 



WO 01/07423 

^15 



PCT/JPOO/04909 



#* 




X 


iH-NMR (8) ppm 
(DMSO d-6) 


126 


D-19 




13.98(bs, 1H), 11.82(8, 1H), 8.15(d, 2H, 
J = 8.2 Hz), 7.80(d, 2H, J = 8.2 Hz), 
7.72(s, 1H), 7.65(d, 2H, J = 8.0 Hz), 
7.43(t, 2H, J = 8.0 Hz), 7.39(s, 1H), 
7.30(t, 1H, J = 8.0 Hz), 7.30(s, 1H). I 


127 


D-20 




12.1(bs,2H),11.9(bs,lH),8.19 (d, 2H,J = 
8.5 Hz), 7.79 (d, 2H, J = 8.5 Hz), 7.74 
(d, 2H, J = 8.5 Hz), 7.71 (s, 1H), 7.46 (s, 
1H), 7.40(d, 2 H, J = 8.5 Hz) 
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m 1 6 

O 



## 




X 


Z 


iH-NMR (5) ppm 
(DMSO d-6) 


128 


E-l 


CI 

>=\ 




7.23 (1H, d, J= 3.9 Hz), 7.65 (1H, 
s), 7.71 (1H, d, J = 8.4 Hz), 7.88- 
7.94 (3H, m), 8.19 (1H, d, J = 2.4 
Hz), 12.6 (1H, br), 12.92 (1H, s) 


129 


E-2 


CI 

>=\ N-^ 




m), 8.05 (1H, s), 8.19 (1H, d, J = 
2.1 Hz), 8.33 (1H, d, J = 4.2 Hz), 
12.7 (1H, br), 13.06 (1H, s) 


130 


E-3 


O /=\ 




3.87 (3H, s), 7.72 (1H, d, J=4.2 
Hz) 7 91 <1H a) 8 02-8 10 C5H 
m), 8.34 (1H, d, J = 4.2 Hz), 12.7 
(1H, br), 13.11 (1H, s) 


131 


E-4 


CI 

>=\ 


-O- 


13.75 (bs, 1H), 13.08 (s, 1H), 9.37 
(d, 1H, J = 2.1 Hz), 8.56 (dd, 1H, J 
= 8.2 Hz, 2.4 Hz), 8.21 (d, 1H, J = 
1.8 Hz), 8.05 (d, 1H, J = 7.9 Hz), 
7.95 (s, 1H), 7.94 (dd, 1H, J = 9.1 
Hz), 2.1 Hz), 7.75 (s, 1H), 7.33 (d, 
1H, J = 8.5 Hz) 


132 


E-5 




-o- 


13.77 (bs, 1H), 13.15 (s, 1H), 9.48 
(d, 1H, J = 2.7 Hz), 8.57 (dd, 1H, J 
= 8.4 Hz, 2.4 Hz), 8.02 - 8.12 (m, 
4H), 7.96 (s, 1H), 7.92 - 8.02 (m, 
1H), 7.75 (s, 1H), 3.88 (s, 3H) 
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*3 <fc t>*4 - 5 /U^r-T T^&m V<>« 3. <fc i£ «fc >9 -ft (F- 1)~ -ft ^ #3 (F- 
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* 1 7 




#■§■ 


#-§• 


R 6 


Y 


'II-NMR (8) ppm 
(DMSO d-6) 


133 


F-l 


CI 


N 
H 


4.50 (2H, s), 7.15 (2H, d, J = 8.7 
Hz), 7.58 (2H, d, 8.7 Hz), 7.76 (1H, 
s), 7.88-7.918 (2H, m), 8.15 (1H, d, 
J= 1.8 Hz), 12.52 (1H, br), 12.60 
(1H, s) 


134 


F-2 




H 


3.87 (3H, s), 5.00 (2H, s), 7.16 (2H, 
d, J = 8.7 Hz), 7.59 (2H, d, J = 8.7 
Hz), 7.76 (1H, s), 7.88 (1H, s), 8.01- 
8.08 (4H, m), 12.50 (1H, br), 12.65 
(1H, s) 


135 


F-3 




O 


3.87 (3H, s), 7.01 (1H, d, J = 16.2 
Hz), 7.66-7.88 (7H, m), 8.01-8.10 
(4H, m), 12.64 (1H, s) 


136 


F-4 




O 

H 


6.99 (1H, d, J= 15.9 Hz), 7.65-7.79 
(7H, m), 7.86 (1H, s), 7.89 (1H, dd, 
J= 2.1 Hz, 8.7 Hz), 8.13 (1H, d, J = 
2.1 Hz), 12.58 (1H, s) 
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%mm 1 3 7 

3 6 G-1 

(Sf§ 1 if) 

5 Uli 1-12 Itt^jS tfc^^^(3)(1.10 g)^ ^ ^ 7 - (300 ml) icM 

io%^7^^a^^ (o.55 g) &Mz-7km&m^.Tx*m& u^c 

A^£5i§t^ fls£-4&(6)& 1.05 g 

iH NMR (DMSO-de, 5 ppm): 12.46 (bs, 1H), 7.99 (d, 2H, J = 8.4 Hz), 7.37 (d, 
2H, J = 8.4 Hz), 4.95 (dd, 1H, J = 9.0 Hz, 4.5 Hz), 3.45 (dd, 1H, J = 14.4 Hz, 4.5 
10 Hz), 3.22 (dd, 1H, J = 14.4 Hz, 9.0 Hz) 

(I2 1g) 

-fk^«)(6)(1.0 g)^^^t-dr-9-^(20 ml)*3 «k tJ^fc^^^WlO ml){^ 100°C-CAP 

15 mtmt^^-r^^cD^^m^tLo #A^^i£te^(286mg), 2 -T 5 7-4- 
( 3', 4'-i/Z7sU*v -7x.~jU) =?T-/ — >V (212 mg) V**^ ^(50 ml)t£^ 

t°yv?^(i2i ^ i)Srjp^ 2 u#r«n ioo^c-c2>ni& ^^^jse^* m 

£ £ * 7 a. ? d ^ h^77-r — (^de-y-^.f^^^^/u 2 : D -T?*jt§g Ltlb^i 
(G-1) £#fc 0 

20 iH NMR (DMSO-de, 6 ppm): 12.75 (s, 1H), 12.11 (bs, 1H), 8.08 (d, 2H, J = 8.2 
Hz), 7.93 - 8.01 (m, 1H), 7.80 - 7.84 (m, 1H), 7.80 (s, 1H), 7.48 - 7.59 (m, 1H), 
7.44 (d, 2H, J = 8.2 Hz), 5.01 (dd, 1H, J = 8.8 Hz, 4.7 Hz), 3.48 (dd, 1H, J = 14.0 
Hz, 4.7 Hz), 3.26 (dd, 1H, J = 14.0 Hz, 8.8 Hz) 
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mmw i 3 8 




3 6 G-2 



2-T 5 S -4- (3',4'-i/77 ;U*zi y ^ ~ /V) f7/- ;V©ftb <9 2-T $ 7 -5- (5'- 

iH NMR (DMSO-de, 8 ppm): 12.81 (s, 1H), 12.10 (bs, 1H), 8.08 (d, 2H, J = 8.2 
Hz), 7.61 (s, 1H), 7.43 (d, 2H, J = 8.2 Hz), 7.40 (d, 1H, J = 4.1 Hz), 7.24 (d, 1H, 
J = 4.1 Hz), 5.01 (dd, 1H, J = 8.8 Hz, 4.4 Hz), 3.58 (dd, 1H, J = 14.0 Hz, 4.4 Hz), 
10 3.25 (dd, 1H, J = 14.0 Hz, 8.8 Hz) 



mmw 139 




CHO 



o 

9 



o 

NH 



2X3 



EtO.O o 
EtO^ 

UM NH - 

HN^ 
O 

10 



313 



8 




H-1 



15 (lllg) 



:(3.0 g)£ * u a 4wVA(30 ml)*3 J: Xfii&fc^ * =- /H6 ml)f; 
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dmf §r i mm^mmmm ufc» mm^mv&vxmm^mmm^ <t 

-£^(7)£ 3.0 g#^ 0 #fetb^^^^(7)^SJCS(-^^**ffiV>y5: 0 '(fc-g-^(4)(2.52 
g)^DMFH^«?t, 7k^T, tKI^^^ h y ?^(0.45 mg) ZtiQ?Ltz 0 ^St? 30 
^PA^S 5 Lfc^. 4t^#> (7) * 1.36 gflOX-fCo 30#P^#^. 
5 ^-e^iyf Lt IN i&MX*mViHZ LfCo g^^^^^t?ttiti *g$££?g*L 
^ o o t^^A^^^h b b^ L-C^^^)(8)$r 1.06 g#/c 0 

'H NMR(DMSO-d 6 , 6 ppm) 13.04 (bs, 1H), 10.13 (s, 1H), 8.30 (d, 2H, J = 8.4 
Hz), 8.22 (d, 1H, J = 2.1 Hz), 8.07 (d, 2H, J = 8.4 Hz), 7.95 (dd, 1H, J = 8.4 Hz, 
2.1 Hz), 7.95 (s, 1H), 7.73 (d, 1H, J = 8.4 Hz). 

10 

(i2ig) 

t/y h>fy(2.0g) &mmizmffi 85°C-ej|liS(1.3ml)£:i8T UfCo 
85°C-C*AP|^^^ U/c# 30°Ct£^£P Lt< 40-45°C % talfi h h V 

h(4.8ml)£:AP;t/c 0 ^ffi.-C 90 5tT%%tW L-fc^. oi-^/V^JPx., 
15 m&1t?>T& L T (10) £: 1.1 g #fc 0 

iH NMR(DMSO-de, 5 ppm) 10.91 (s, 1H), 8.41 (s, 1H), 4.76 (dd, 1H, J = 14.7 
Hz, 1.2 Hz), 4.04 - 4.13 (m, 4H), 1.25 (t, 6H, J = 7.2 Hz). 

(I3lg) 

mm&mwvtzm. te-g-^aoxiosmg^px., mm.x* lo^mmwvtc^, 

(10)(159 mg)4r*P*.M-C«#U;fc. »8l«:«ffi»*U «l S & * * y - J: !> 
S^ B a B Ltft^ (H-l) &#fc 0 (H-l) IJEftZW^tLT 

25 E # : 

iH NMR (DMSO-de, 6 ppm): 12.81 (bs, 1H), 10.76 (bs, 1H), 10.46 (s, 1H), 8.22 
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(d, 1H, J = 2.4 Hz), 8.15 (d, 2H, J = 8.7 Hz), 7.95 (dd, 1H, J = 8.7 Hz, 2.4 Hz), 
7.91 (s, 1H), 7.78 (d, 2H, J = 8.7 Hz), 7.73 (d, 1H, J = 8.7 Hz), 6.48 (s, 1H). 
ZW : 

iH NMR (DMSO-de, 6 ppm): 11.35 (bs, 1H), 11.26 (bs, 1H), 10.13 (s, 1H), 8.22 
(d, 1H, J = 2.4 Hz), 8.10 (d, 2H, J = 9.0 Hz), 8.05 (d, 2H, J = 9.0 Hz), 7.95 (dd, 1H, 
J = 8.7 Hz, 2.4 Hz), 7.91 (s, 1H), 7.73 (d, 1H, J = 8.7 Hz), 6.38 (s, 1H). 

_hl5tf>SJ&<b fflM<Dfcfc&n\<^. ^-^^»(H-2)~(H-5)S:-^^ U7t 0 #>3t!3££ 
$18 ICtf L7t c 
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Cl v H 
\=/ V-S o 
J*] M I i 







M 


T 


iH-NMR (8) ppm 
(DMSO d-6) 




11 L 


NTT 


« 


12.85 (bs, 1H), 12.47 (bs, 1H), 12.33 
(bs, 1H), 8.22 (d, 1H, J = 1.8 Hz), 
8 16 (d 2H J = 8 2 Hz 1 ) 7 91 - 7 97 
(m, 4H), 7.73 (d, 1H, J = 8.5 Hz), 
6.54 (s, 1H) 


141 


H-3 


CHa 


O 


12.88 (s, 1H), 11.51 (s, 1H), 8.21 (d, 
1H, J = 2.1 Hz), 8.20 (d, 2H, J = 9.3 
Hz), 7.95 (dd, 1H, J = 8.1 Hz, 2.1 
Hz), 7.92(s, 1H), 7.80 (d, 2H, J = 9.3 
Hz), 7.72 (d, 1H, J = 8.1 Hz), 7.46 (t, 
1H, J = 2.1 Hz), 3.74 (d, 1H, J = 2.1 
Hz) 


142 


H-4 


NMe 


O 


9.48 (bs, 1H), 8.21 (s, 1H), 8.19 (dd, 
4H, J = 13.2 Hz, 7.8 Hz), 7.94 (d, 
1H, J = 6.6 Hz), 7.89 (s, 1H), 7.72 (d, 
1H, J = 8.1 Hz), 6.47 (b, 1H), 2.71 (d, 
3H, J = 4.8 Hz) 


143 


H-5 


O 


s 


12.91 (s, 1H), 8.21 - 8.24 (m, 3H), 
7.93 - 8.01 (m, 4H), 7.72 (d, 1H, J = 
8.2 Hz), 6.57 (s, 1H) 
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CI 




1-2 



m i is) 

5 MMm 139-11 Itlcl^o Lfcte^#l(8)(0.2 g)£ DMF t-itfi? 

Tk^T. TksfHfc-^ h y *? -M32 mg)^jp^fc 0 tit a-Mfc*?- 

?-A> ; 4 : 1) t'i^Ltft^i (11) £ 100 mg. ^^^(12)* 33 mg #fc 0 
10 'ft-g-^(ll) 

iH NMR(DMS0-d 6 , 6 ppm) 10.12 (s, 1H), 8.22 (d, 1H, J = 2.1 Hz), 8.07 (d, 2H, 
J = 8.1 Hz), 8.03 (s, 1H), 7.97 (dd, 1H, J = 8.1 Hz, 2.1 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.72 (d, 1H, J = 8.4 Hz), 3.63 (s, 3H). 
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iH NMR(CDC1 3) 6 ppm) 10.16 (s, 1H), 8.49 (d, 2H, J = 8.0 Hz), 7.97 (d, 2H, J = 

8.0 Hz), 7.61 (d, 1H, J = 8.2 Hz), 7.55 (d, 1H, J = 2.2 Hz), 7.27 (dd, 1H, J = 8.2 Hz, 
2.2 Hz), 6.67 (s, 1H), 3.78 (s, 3H). 

5 

(i2ii) 

> h ^x>**<20 p. Dijj:^ im bis v >i^>m&(2o u D^M^-mmmm 

10»Lfc. «*Sl&£J5£Lifc«ga&*3lU* <fb^rfe(I-l)£ 77mgf#£o 
10 iH NMR(DMSO-d 6 , 6 ppm) 13.85 (bs, 1H), 8.21(d, 1H, J = 1.8 Hz), 8.003 (s, 
1H), 7.97 (dd, 1H, J = 8.7 Hz, 2.1 Hz), 7.83 (d, 2H, J = 8.1 Hz), 7.76 (d, 2H, J = 

8.1 Hz), 7.72 (s, 1H), 7.71 (d, 1H, J = 8.7 Hz), 3.65 (s, 3H). 
^-a-#l(12)(42 mg), D#*^>(16mg)£ h;H>(2 ml)C^^l, 1M \Zl U 

> h;i/i>}g$t(io p. l)*5<fcl>* lMftgft Mi/oi>^M(io // X)*Mz. 2 Rftjgft 

15 iDf&Lfco tfS£P^£/£U£ii£fl£3!SifcL. <b 1^(1-2) £ 36 mg fffco 

iH NMR(DMSO-de, 5 ppm) 13.90 (bs, 1H), 8.36 (d, 2H, J = 8.5 Hz), 7.93 (d, 1H, 
J = 1.9 Hz), 7.83 (d, IH, J = 8.2 Hz), 7.72 (d, 2H, J = 8.5 Hz), 7.70 (s, IH), 7.62 
(dd, IH, J= 8.2 Hz, 1.9 Hz), 3.75 (s, 3H). 

20 146, 147, 148 




J-2 J-3 
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1 (DjjmXMWi Lfc-fb^4^(A-12)(120mg)&v;;d-=¥lJ-^(5ml). 1 Mfcfr 

X > l§g|£^EEfg* L/c 0 3i£te7KT*i5fcW DMF-> * / — A- T- S J£ H B a £: Utft 
5 -g^(J-l)£ 72 mg#fc 0 

iH NMR (DMSO-de, 6 ppm): 8.20 (d, 2H, J = 8.5 Hz), 7.98 (s, 4H), 7.74 (s, 1H), 
7.64 (d, 2H, J = 8.5 Hz), 7.22 (s, 1H). 

<ffc-3-fe(I-l)Sr l m-&a>fa&y — y-ft-fp LX{t^m(J-2)&mfc 0 
10 iH NMR (DMSO-de, 6 ppm): 13.92 (bs, 1H), 12.98 (s, 1H), 8.25 (d, 2H, J = 8.4 
Hz), 8.01 - 8.10 (m, 4H), 7.92 (s, 1H), 7.77 (d, 2H, J = 8.4 Hz), 7.71 (s, 1H). 
te^$55(J-l)3r 2 m&<nfr$ky — -}fXtpftl L-C-ffc£-^(I-3)£#fc 0 
'H NMR (DMSO-ds, 6 ppm): 8.20 (d, 2H, J = 8.1 Hz), 7.93 (dd, 4H, J = 11.4 Hz, 
8.4 Hz), 7.71 (s, 1H), 7.61 (d, 2H, J = 8.1 Hz), 7.21 (s, 1H). 

15 

mmm 1 4 9 




(m 1 x*§) 

20 1 - m 2 XflT-^j^ L;Mt"S-^(3)(10 g)$: tert-^^ J — A-(200 ml)*5 <fc 

^^^-=¥-^^(66 ml)(C^^? L. Nyif;U7$y(5.6 ml), \> ~7 m — AsM T 
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F(8.63 ml)&1)Ux.X, 2 B# r^MMm L fc 0 ^$J|?g5fem, 7K^iP^T, RtRfc:c 
=f-^X^mtii Ufc 0 ^^^^^^^^^^^(Slf®?^^^)^^ fpift^L, ^-£^(13) 
£ 4.41 g#*L 0 

iH NMR(DMSO-d 6) 6 ppm) 12.50 (bs, 1H), 9.78 (s, 1H), 7.69 (s, 1H), 7.61 (d, 
5 2H, J = 9.0 Hz), 7.51 (d, 2H, J = 9.0 Hz), 1.49 (s, 9H). 

(If? 2 It) 

te-£-^(i3)(3.i5 g )& h y ^^^-ps^^(i5 m\)\zmM i/N 15^-ra^ta-eis^ u 

10 (14)£- 2.10 gmtCo 

iH NMR(DMS0-d 6 , 6 ppm) 12.29 (bs, 1H), 7.60 (s, 1H), 7.29 (d, 2H, J = 8.7 Hz), 
6.67 (d, 2H, J = 8.7 Hz). 

im 3 it) 

15 ^'&^Kl4)(220mg)^^^-^-^^(50ml){C^fi?U.t' > V v?V(121 » 4-n- 

^^•^^m#^(i87 ^ d^jdx, ti-e 3 Nfpais^ ufc 0 m 

£ Kiy- ^ y — /W(6ml), 7k(2ml)*ap*.^J*Ufc3l**S:a»J Ufc. ^ * y — ^"CS 
*&& U-Cft^*(K-l)i 232 mg #fc 0 

iH NMR(DMSO-d 6) 8 ppm) 12.56 (bs, IH), 10.47 (s, IH), 7.75 (s, IH), 7.78 (d, 
20 2H, J = 8.7 Hz), 7.63 (d, 2H, J = 8.7 Hz), 2.67 (t, 2H, J = 7.5 Hz), 1.59 (quant, 2H, 
J = 7.5 Hz), 1.32 (sexth, 2H, J = 7.2 Hz), 0.91 (t, 3H, J = 7.5 Hz) 

-hSBCRJCSt mm<D&.J&*ft\,^ fls£"4ft(K-2)~(K.29)&£-j£Lfc. ^3S1fi|£3r 
^ 1 9 ~ 2 2 Ufeo 

25 
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m. i 9 



o 




mm 




X 


T 


iH-NMR (5) ppm 
(DMSO d-6) 


150 


K-2 




o 


12.56 (bs, 1H), 10.73 (s, 1H), 8.61 (s, 
IfTi » 01 - « 12 (m fif-H 7 78 <"« 1 1T» 
7.63 - 7.69 (m, 4H) 


151 


K-3 




o 


10.35 (s, 1H), 7.95 (d, 2H, J = 8.8 Hz), 
7.75 (s, 1H), 8.52 -7.75 (m, 4H), 7.08 (d, 
1H, J = 8.2 Hz), 6.15 (s, 2H) 


152 


K-4 

XV"** 






12.55 (bs, 1H), 10.39 (s, 1H), 7.98 (d, 
2H, J = 8.9 Hz), 7.96 (d, 2H, J = 8.9 

Hz), 7.32 - 7.50 (m, 5H), 7.16 (d, 2H, J 
= 8.9 Hz), 8.22 (s, 2H) 


153 


XV'U 




n 


12.56 (bs, 1H), 10.59 (s, 1H), 8.08 (d, 
2H, J = 8.5 Hz), 7.86 (d, 2H, J = 8.2 

i 7 7fi 7 7Q fVn OXTv 7 7C / 0 1 XT\ 

7.62 (d, 2H, J = 8.8 Hz), 7.50 - 7.55 (m, 
2H), 7.41 - 7.46 (m, 1H) 


154 


K-6 


n-Hex— £ jS— 


o 


12.56 (bs, 1H), 10.47 (s, 1H), 7.97 (d, 
2H, J = 9.0 Hz), 7.89 (d, 2H, J = 8.1 
Hz), 7.76 (s, 1H), 7.63 (d, 2H, J = 9.0 

2H, J = 7.2 Hz), 1.60 (quant, 2H, J = 
7.2 Hz), 1.29 (bs, 6H), 0.84 - 0.88 (m, 
3H) 


155 


K-7 




O 


12 55 (bs 1H) 10 38 f<? 1TT> 7 96 
4H, J = 9.0 Hz), 7.75 (s, 1H), 7.69 (d, 
2H, J = 9.0 Hz), 7.06 (d, 2H, J = 9.0 
Hz), 4.12 (q, 2H, J = 6.9 Hz), 1.36 (t, 
3H, J = 6.9 Hz) 


156 


K-8 




o 


12.56 (bs, 1H), 10.46 (s, 1H), 7.97 (d, 
2H, J = 8.7 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.75 (s, 1H), 7.60 (d, 2H, J = 8.4 
Hz), 7.36 (d, , 2H, J = 8.7 Hz), 2.66 (t, 
2H, J = 7.2 Hz), 1.58 - 1.62 (m, 2H), 
1.24 - 1.27 (m, 8H), 0.83 -0.88 (m, 3H) 


157 


K-9 


Me 


o 


12.55 (bs, 1H), 10.42 (s, 1H), 7.97 (d, 
2H, J = 8.7 Hz), 7.70 - 7.76 (m, 3H), 
7.60 (d, 2H, J = 8.7 Hz), 7.30 (d, 2H, J = 
8.1 Hz), 2.32 (s, 1H), 2.31 (s, 1H) 


158 


K-10 




o 


12.55 (bs, 1H), 10.75 (s, 1H), 8.17 (d, 
2H, J = 8.0 Hz), 7.97 (d, 211, J = 8.8 
Hz), 7.93 (t, 1H, J = 8.0 Hz), 7.76 (s, 
1H), 7.63 (d, 2H, J = 8.8 Hz) 
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m.2 o 



mm 




X 


T 


iH-NMR (5) ppm 
(DMSO d-6) 


159 


K-ll 




O 


loce /U 0 i XJ\ 1 n z!7 f c 1 7 Q7 //I 
XZ.OD \DSf lilj, XU.ft / J-XTy, /.£?/ V^*> 

2H, J = 9.0 Hz), 7.90 (d, 2H, J = 8.4 
Hz), 7.76 (s, 1H), 7.60 (d, 2H, J = 9.0 
Hz), 7.57 (d, 2H, J = 8.4 Hz), 1.33 (s, 
9H) 


160 


K-12 


CI 


O 


1 9 J^7 /ko 1 1 n £Q 1 T-T\ 7 QQ /VI 

lZ.Qi vDs, ixi;, lu.oy i.s, in;, /.yy {a, 
2H, J = 2.1 Hz), 7.94 (d, 2H, J = 9.0 
Hz), 7.89 (t, 1H, J = 1.8 Hz), 7.76 (s, 
1H), 7.63 (d, 2H, J= 9.0 Hz) 


161 


K-13 




O 


12.55 (bs, 1H), 10.46 (s, 1H), 7.97 (d, 
Ztl, J — o.o riz}, /.9U (_a, ^xl, u — o.l 
Hz), 7.76 (s, 1H), 7.50 (d, 2H, J = 8.8 
Hz), 7.38 (d, 2H, J = 8.1 Hz), 2.69 (q, 
2H, J = 7.7 Hz), 1.22 (t, 3H, J = 7.7 Hz) 


162 


K-14 


CI 


0 


12.59 (bs, 1H), 10.67 (s, 1H), 8.23 (d, 

1U T o 1 TT \ rt nr /,! T XT T Q A 

1H, J — Z.\ rVL), 7.95 (a, lxl, J — o.4 
Hz), 7.94 (d, 2H, J = 8.4 Hz), 7.84 (d, 
2H, J = 8.4 Hz), 7.76 (s, 1H), 7.62 (d, 
1H, J = 9.0 Hz) 


163 


K-15 




O 


12.55 (bs, lrl), 10.45 (S, 111), 7.97 (a, 
2H, J = 8.7 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.75(s, 1H), 7.60 (d, 2H, J = 8.7 
Hz), 7.35 (d, 1H, J = 8.4 Hz), 2.37 (s, 

Oil; 


164 


K-16 


Me 

€>-. 


S 


13.79 (bs, 1H), 10.53 (s, 1H), 7.98 (d, 
2H, J = 8.8 Hz), 7.74 - 7.78 (m, 2H), 
7.62 (d, 2H, J = 8.8 Hz), 7.61 (s, 1H), 

7 OA 1 AA /tw 9T-I\ 9 /II /o QTT\ 


165 


K-17 


t-Bu 
t-Bu 


S 


13.79 (bs, 1H), 10.36 (s, 1H), 7.93 (d, 
2H, J = 8.7 Hz), 7.68 (s, 1H), 7.60 (d, 
2H, J = 8.7 Hz), 7.59 (d, 1H, J = 6.9 
Hz), 5.75 (s, 1H), 1.44 (s, 1H) 


166 


K-18 




S 


lU.uU vs, ixi;, /.y© yUL, Zxl, d — o. / xiz;, 
7.90 (d, 2H, J = 8.7 Hz), 7.61 (d, 2H, J = 
8.7 Hz), 7.59 (d, 2H, J = 8.5 Hz), 7.55 
(s 1H) 1 33 (s 9H) 


167 


K-19 


ph -Q- 


s 


13.79 (bs, 1H), 10.62 (s, 1H), 8.09 (d, 
2H, J = 8.5 Hz), 7.86 (d, 2H, J = 8.5 
Hz), 7.77 (d, 2H, J = 8.5 Hz), 7.63 (d, 
2H, J = 8.5 Hz), 7.62 (s, 1H), 7.50 - 7.55 
(m, 2H), 7.41 - 7.46 (m, 1H) \ 


168 


K-20 


CCr 


s 


13.81 (bs, 1H), 10.77 (s, 1H), 8.61 (s, 
1H), 8.02 - 8.13 (m, 6H), 7.63 - 7.68 (m, 
5H) 
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X 


T 


iH-NMR (8) ppm 
(DMSO d-6) 


169 


K-21 




S 


13.79 (bs, 1H), 10.39 (s, 1H), 7.97 (d, 

OIJ T — ft ft XJ^-N 7£!1 / e I T-T\ 7 £»H (A 

4±i, o — o.o nz;, /.oi. ^s, inj, /.ou yfx, 
2H, J = 8.8 Hz), 7.59 (d, 1H, J = 9.9 
Hz), 7.53 (d, 1H, J = 1.8 Hz), 7.07 (d, 
1H, J = 8.2 Hz), 6.15 (s,2H) 


170 


K-22 




S 


13.79 (s, 1H), 10.49 (s, 1H), 7.99 (d, 2H, 
J = 8.8 Hz), 7.91 (d, 2H, J = 8.2 Hz), 
7.61 (d, 2H, J = 8.8 Hz), 7.61 (s, 1H), 

(.00 {fx, ATI, d — O.^J tiZ), /U (.q, /tl, d — 

7.4 Hz), 1.22 (t 3H, J = 7.4 Hz) 


171 


K-23 




S 


13.79 (bs, 1H), 10.49 (s, 1H), 7.99 (d, 
2H, J = 8.8 Hz), 7.89 (d, 2H, J = 8.2 
rlz), 7.ol (,(1, Ztx, o — o.o rizj, 7.bl (S, 
1H), 7.37 (d, , 2H, J = 8.2 Hz), 2.37 (t, 
2H, J = 7.4 Hz), 1.57 - 1.64 (m, 2H), 
1.26 - 1.38 (m, 2H), 0.91 (t, 3H, J = 7.1 

nZj 


172 


K-24 




S 


13.80 (bs, 1H), 10.79 (s, 1H), 8.17 (d, 
2H, J = 8.4 Hz), 7.99 (d, 2H, J = 8.7 
Hz), 7.94 (d, 2H, J = 8.4 Hz), 7.64 (d, 
1H, J = 8.7 Hz), 7.65 (s, 1H) 


173 


K-25 


i> 

CI 


S 


1 Q ftO /Ho 1 TT\ in 71 1 T-T\ 7 QQ (A 

2H, J = 1.6 Hz), 7.95 (d, 2H, J = 8.5 
Hz), 7.89 (t, 1H, J = 1.9 Hz), 7.63 (d, 
2H, J = 8.5 Hz), 7.61 (s, 1H), 


174 


K-26 


Me -0~ 


s 


13.78 (bs, 1H), 10.48 (s, 1H), 7.98 (d, 
2H, J = 9.0 Hz), 7.89 (d, 2H, J = 8.1 
Hz), 7.61 (d, 2H, J = 9.0 Hz), 7.61 (s, 
1H), 7.36 (d, 2H, J = 8.1 Hz), 2.40 (s, 
3H) 
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#-*§- 


#-§- 


X 


T 


iH-NMR (5) ppm 
(DMSO d-6) 


175 


K-27 


o- 


O 


12.57 (bs, 1H), 10.88 (s, 1H), 8.53 (s, 
1H), 8.15 - 8.19 (m, 2H), 8.07 (d, 2H, J 
= 8.8 Hz), 7.78 (s, 1H), 7.65 (d, 2H, J = 
8.8 Hz), 7.50 - 7.55 (m, 2H), 7.40 - 7.45 
(m, 1H) 


176 


K-28 


CI 


O 


12.58 (bs, 1H), 10.91 (s, 1H), 8.69 (s, 
1H), 8.48 (d, 1H, J = 1.9 Hz), 8.15 (dd, 
1H, J = 8.8 Hz, 1.9 Hz), 8.04 (d, 2H, J 
= 8.8 Hz), 7.78 (d, 1H, J = 8.8 Hz), 
7.76 (s, 1H), 7.64 (d, 1H, J = 8.8 Hz) 


177 


K-29 




S 


13.82 (bs, 1H), 10.95 (s, 1H), 8.72 (s, 
1H), 8.50 (d, 1H, J = 1.9 Hz), 8.16 (dd, 
1H, J = 8.5 Hz, 1.9 Hz), 8.08 (d, 2H, J 
= 8.8 Hz), 7.80 (d, 1H, J = 8.5 Hz), 
7.67 (d, 1H, J = 8.8 Hz), 7.63 (s, 1H) 
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(fj§ 1 is) 

5 ^l^Jl 4 9 -11 I@t?'a'^tfc{t^l!)(13)(1.7g) £: v^df- 1^(200 ml) 

i^MSr^cffifg* (16)4: 1.39g#*: 0 

iH NMR (CDCI3, 5 ppm): 8.38 (s, 1H), 7.32 (d, 2H, J = 8.4 Hz), 7.26 (s, 1H), 
7.15 (d, 2H, J = 8.4 Hz), 6.54 (s, 1H), 4.50 (dd, 1H, J = 9.3 Hz, 3.9 Hz), 3.46 (dd, 
10 1H, J = 14.4 Hz, 3.9 Hz), 3.22 (dd, 1H, J = 14.4 Hz, 9.3 Hz), 1.52 (s, 9H). 



(i2ig) 

-ffc-£4&K15)(4.23 g^tft-ffc* f- Ul/(20 ml)*±0? h V 7^^dK1(10 ml)l^ 

15 /u«fc «J 5fe^ B -fk Lt, -fk-g-^)(16)^ 3.8 g#fc„ 

iH NMR(DMSO-de, 6 ppm) 7.25 (d, 2H, J = 8.4 Hz), 7.09 (d, 2H, J = 8.4 Hz), 
4.90 (dd, 1H, J = 8.7 Hz, 4.5 Hz), 4.35 (dd, 1H, J = 14.4 Hz, 4.5 Hz), 3.12 (dd, 1H, 
J = 14.4 Hz, 8.7 Hz). 
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(Sg 3 IS) 

it & m (16)(220mg)£v^3r if^(50 ml) \Z. mffi f y (121 ju l),Jft<fb 3;5- 

5 (L-l)£ 103 mgifc. 

iH NMR(DMSO-de, 6 ppm) 12.02 (bs, 1H), 10.41 (s, 1H), 7.97 (d, 2H, J = 1.9 
Hz), 7.87 (t, 1H, J = 1.9 Hz), 7.69 (d, 2H, J = 8.5 Hz), 7.24 (d, 2H, J = 8.5 Hz), 
4.91 (dd, 1H, J = 8.8 Hz, 4.4 Hz), 3.36 (dd, 1H, J= 14.3 Hz, 4.4 Hz), 3.12 (dd, 1H, 
J = 14.3 Hz, 8.8 Hz) 

0 

^m<DKfctmm<DKfoitft\^ ft^*(L.2)~(L-3)t*i«Lfc. mmum* 
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H T 



#^§- 




X 


T 


iH-NMR (8) ppm 
(DMSO d-6) 


179 


L-2 




O 


12.04 (bs, 1H), 10.47 (s, 1H), 8.14 (d, 
2H J = 8 2 Hz> 7 92 fd 2H J = 8 2 
Hz), 7.72 (d, 2H, J = 8.5 Hz), 7.25 (d, 
2H, J = 8.5 Hz), 4.92 (dd, 1H, J = 8.9 
Hz, 4.4 Hz), 3.36 (dd, 1H, J = 14.4 Hz, 
4.4 Hz), 3.12 (dd, 1H, J = 14.4 Hz, 8.9 
Hz) 


180 


L-3 




O 


12.05 (bs, 1H), 10.56 (s, 1H), 7.86 (d, 
2H, J = 8.4 Hz), 7.71 (d, 2H, J = 8.7 
Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.22 (d, 
2H, J = 8.4 Hz), 4.91 (dd, 1H, J = 9.0 
Hz, 4.5 Hz), 3.34 (dd 1H, J = 13.8 Hz, 
4.5 Hz), 3.10 (dd, 1H, J = 13.8 Hz, 9.0 
Hz), 2.66 (t, 2H, J = 7.5 Hz), 1.58 
(quant, 2H, J = 8.1 Hz), 1.26 - 1.37 (m, 
2H), 0.91 (t, 3H, J = 7.5 Hz) 
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o 



NH 



1 Ig 



Vr 

s o 



H H 




M-1 



(iui) 

5 mi&W 1 - |2I^^Lm«!(3)(3 g)£v? ^^17-^(20 ml)i3±i;Sft 

{(^(143 mg). f-^'^T i^^T^^— ? A (42 mg) £: v> V(25 ml)lc^fif 

^taX* 15&MW<D&iC 3,4- n u T — y >- £ SO X. fc Q lit 1 ^f^Stfct, 
10 iIS:iffJS4t, a$t^^/-^(6ml), tK(2 ml)£r 1X\ x.3l#c b fc f£|l 
byte DMF -Clf^i U-C-fb-^^KM- 1)& 104 mg #fc a 

iH NMR (DMSO-de, 6 ppm): 13.91 (bs, 1H), 12.49 (s, 1H), 11.83 (s, 1H), 8.07 - 
8.12 (m, 3H), 7.63 - 7.76 (m, 5H). 



R 7 

Me:^^^, Et:^^A-. nPr:n-/ohVU, iPr:-f V 7*^vK nBu:n-yf;U, 
20 iBu:^ y r/^/K tBu: t - iT'^vW Pen:n-^y^^, Ph:7 ^—s^. Bni'O^ 
/K Bz^^lZ-t' /K Ac:T-fe^vK diF: 7 yU^- a „ diClr^^an, diBriv^a 
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diLv 5 3 — K» diMe^yy^/K thiophene:^ * 7 ^ 1/ , thienyl:^-^ =. /V N 
Py: fc° y v^K pyridine: t° y v> > N pyridinium: fc° y v 5 — ? A % Quinoline: 3r / V 
V. Benzodioxole:^ > V" v?^* y — pyrazinyl: b° 9 pyrrolyl: b° o y 

pyrrole: fc° o —A- N oxide:^ 3f K indole:^ V K^-/U s imidazolyl:^ 5^ 
5 y y >'U > morpholino^/V*; y 7 . piperazinyl: 9 -y=.vK furyl: y y furan: 
75^, thiazolyl^T y y benzodioxin:-< > y =¥ -y >- „ jo J; 1/ 
benzo[b]furan:^< >- y [b] !7 7 i' 

0ft£-4fe No: R6, R7, M, T) = (N-l: Pb, Me, S, S), (N-3: 4-Br-Ph, Me, S, S), (N- 
4: 4-Me-Ph, Me, S, S), (N-5: 4-Ph-Ph, Me, S, S), (N-6: 4-OMe-Ph, Me, S, S), 

10 (N-7: 4-tBu-Pb, Me, S, S), (N-8: 4-COOMe-Ph, Me, S, S), (N-9: 4-Pen-Ph, Me, S, 
S), (N-10: 4-N0 2 -Ph, Me, S, S), (N-ll: 5-Cl-thiophene-2-yl, Me, S, S), (N-12: 
3-Thienyl, Me, S, S), (N-13: 2-Py, Me, S, S),(N-14: 3-Py, Me, S, S), (N-15: 4-Py, 
Me, S, S), (N-16: 3,4-diF-Ph, Me, S, S), (N-17: 5-Br-thiophene-2-yl, Me, S, S), 
(N-18: 4-CONH 2 -Ph, Me, S, S), (N-19: 4-CON(Me)H-Ph, Me, S, S), (N-20: 4- 

15 CON(Me) 2 -Ph, Me, S, S), (N-21: 4-iPrOC(=0)-Pb, Me, S, S), (N-22: 4- 
nBuOC(=0)^Ph, Me, S, S), (N-23: 6-Me-pyridine-3-yl, Me, S, S), (N-24: 
Quinoline-3-yl, Me, S, S), (N-25: 4-NH 2 -Ph, Me, S, S), (N-26: 4-N(Ac)H-Ph, Me, 
S, S), (N-27: 4-OH-Ph, Me, S, S), (N-28: 3,4-di(OH) 2 -Pb, Me, S, S), (N-29: 3,4- 
di(NH 2 )-Ph, Me, S, S), (N-30: 3:4-[N(Ac)H] 2 -Ph, Me, S, S), (N-31: 4-SH-Ph, Me, 

20 S, S), (N-32: 4-SMe-Ph, Me, S, S), (N-33: 3,4-diBr-Ph, Me, S, S), (N-34: 4- 
N(Me)H-Ph, Me, S, S), (N-35: 4-N(Me) 2 -Ph, Me, S, S), (N-36: 4-N(Me) 3 + -Ph, Me, 
S, S), (N-37: 4-Et-Ph, Me, S, S), (N-38: 4-iPr-Ph, Me, S, S), (N-39: 4-nPr-Ph, Me, 
S, S), (N-40: 4-nBu-Ph, Me, S, S), (N-41: 4-iBu-Ph, Me, S, S), (N-42: 3,4- 
diMe-Ph, Me, S, S), (N-43: l,3-Benzodioxole-5-yl, Me, S, S), (N-44: N-Me- 

25 pyridinium-4-yl, Me, S, S), (N-45: N-Me-pyridinium-3-yl, Me, S, S), (N-46: 5- 
Me-Pyridine-2-yl, Me, S, S), (N-47: 2-Pyrazinyl, Me, S, S), (N-48: 3-Pyrrolyl, 
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Me, S, S), (N-49: l-Me-pyrrole-3-yl, Me, S, S), (N-50: Pyridine N-oxide-4-yl, Me, 
S, S), (N-51: Pyridine N-oxide-3-yl, Me, S, S), (N-52: 6-OH-pyridine-3-yl, Me, S, 
S), (N-53: 6-SH-pyridine-3-yl, Me, S, S), (N-54: l-Ac-pyrrole-3-yl, Me, S, S), 
(N-55: 4-CFa-Ph, Me, S, S), (N-56: 4-CN-Ph, Me, S, S), (N-57: 4-CHO-Ph, Me, S, 
5 S), (N-58: 3-Cl-Ph, Me, S, S), (N-59: 3-Br-Ph, Me, S, S), (N-60: 3-F-Ph, Me, S, S), 
(N-61: 3-I-Ph, Me, S, S), (N-62: 4-I-Ph, Me, S, S), (N-63: 4-OCF 3 -Ph, Me, S, S), 
(N-64: 3,4-diI-Ph, Me, S, S), (N-65: Indole-6-yl, Me, S, S), (N-66: 1-Ac-indole- 
6-yl, Me, S, S), (N-67: l-Me-indole-6-yl, Me, S, S), (N-68: 4-(l-Imidazolyl)-Ph, 
Me, S, S), (N-69: 4-Morphorino-Ph, Me, S, S), (N-70: 4-(l-Piperazinyl)-Ph, Me, 

10 S, S), (N-71: 2:5-diMe-thiophene-3-yl, Me, S, S), (N-72: 2-Furyl, Me, S, S), 
(N-73: 5-Me-furan-2-yl, Me, S, S), (N-74: 5-Me-furan-2-yl, Me, S, S), (N-75: 2- 
Thiazolyl, Me, S, S), <N-76: l:4-Benzodioxin-6-yl, Me, S, S), (N-77: 
Benzo[b]furan-2-yl, Me, S, S), (N-78: 4-NH 2 CH 2 -Ph, Me, S, S), (N-79: 4- 
N(Me)HCH 2 -Ph, Me, S, S), (N-80: 4-N(Me) 2 CH 2 -Ph, Me, S, S), (N-81: 6-C1- 

15 pyridine-3-yl, Me, S, S), (N-82: 5,6-diCl-pyridine-3-yl, Me, S, S), (N-83: 5-Cl- 
pyridine-2-yl, Me, S, S), (N-84: 4:5-diCl-pyridine-2-yl, Me, S, S), (N-85: 4- 
C1CH 2 -Bn, Me, S, S), (N-86: Bn, Me, S, S), (N-87: 4-Cl-Bn, Me, S, S), (N-88: 
4-Br-Bn, Me, S, S), (N-89: 4-F-Bn, Me, S, S), (N-90: 3,4-diCl-Bn, Me, S, S), 
(N-91: 3,4-diBr-Bn, Me, S, S), (N-92: 3,4-diF-Bn, Me, S, S), (N-93: 4-Cl-Bz, Me, 

20 S, S), (N-94: 3,4-diCl-Bz, Me, S, S), (N-95: 4-Br-Bz, Me, S, S), (N-96: 3,4- 
diBr-Bz, Me, S, S), (N-97: 4-F-Bz, Me, S, S), (N-98: 3,4-diF-Bz, Me, S, S), (N- 
99: 4-N0 2 -Bn, Me, S, S), (N-100: 4-CN-Bn, Me, S, S), (N-101: Ph, Et, S, S), 
(N-102: 4-F-Ph, Et, S, S), (N-103: 4-Br-Ph, Et, S, S), (N-104: 4-Me-Ph, Et, S, S), 
(N-105: 4-Ph-Ph, Et, S, S), (N-106: 4-OMe-Ph, Et, S, S), (N-107: 4-tBu-Ph, Et, S, 

25 S), (N-108: 4-COOMe-Ph, Et, S, S), (N-109: 4-Pen-Ph, Et, S, S), (N-110: 4- 
N0 2 -Ph, Et, S, S), (N-lll: 5-Cl-thiophene-2-yl, Et, S, S), (N-112: 3-Thienyl, Et, 
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S, S), (N-113: 2-Py, Et, S, S), (N-114: 3-Py, Et, S, S), (N-115: 4-Py, Et, S, S), 
(N-116: 3,4-diF-Ph, Et, S, S), (N-117: 5-Br-thiophene-2-yl, Et, S, S), (N-118: 
4-CONH 2 -Ph, Et, S, S), (N-119: 4-C0N(Me)H-Ph, Et, S, S), (N-120: 4- 
CON(Me) 2 -Ph, Et, S, S), (N-121: 4-iPrOC(=0)-Ph, Et, S, S), (N-122: 4- 
5 nBuOC(=0)-Ph, Et, S, S), (N-123: 6-Me-pyridine-3-yl, Et, S, S), (N-124: 
Quinoline-3-yl, Et, S, S), (N-125: 4-NH 2 -Ph, Et, S, S), (N-126: 4-N(Ac)H-Ph, Et, 
S, S), (N-127: 4-OH-Ph, Et, S, S), (N-128: 3,4-di(OH) 2 -Ph, Et, S, S), (N-129: 
3,4-di(NH 2 )-Ph, Et, S, S), (N-130: 3:4-[N(Ac)H] 2 -Ph, Et, S, S), (N-131: 4-SH-Ph, 
Et, S, S), (N-132: 4-SMe-Ph, Et, S, S), (N-133: 3,4-diBr-Ph, Et, S, S), (N-134: 

10 4-N(Me)H-Ph, Et, S, S), (N-135: 4-N(Me) 2 -Ph, Et, S, S), (N-136: 4-N(Me) 3 + -Ph, 
Et, S, S), (N-137: 4-Et-Ph, Et, S, S), (N-138: 4-iPr-Ph, Et, S, S), (N-139: 4- 
nPr-Ph, Et, S, S), (N-140: 4-nBu-Ph, Et, S, S), (N-141: 4-iBu-Ph, Et, S, S), 
(N-142: 3,4-diMe-Ph, Et, S, S), (N-143: l,3-Benzodioxole-5-yl, Et, S, S), (N-144: 
N-Me-pyridinium-4-yl, Et, S, S), (N-145: N-Me-pyridinium-3-yl, Et, S, S), (N- 

15 146: 5-Me-Pyridine-2-yl, Et, S, S), (N-147: 2-Pyrazinyl, Et, S, S), (N-148: 3- 
Pyrrolyl, Et, S, S), (N-149: l-Me-pyrrole-3-yl, Et, S, S), (N-150: Pyridine N- 
oxide-4-yl, Et, S, S), (N-151: Pyridine N-oxide-3-yl, Et, S, S), (N-152: 6-OH- 
pyridine-3-yl, Et, S, S), (N-153: 6-SH-pyridine-3-yl, Et, S, S), (N-154: 1-Ac- 
pyrrole-3-yl, Et, S, S), (N-155: 4-CF 3 -Ph, Et, S, S), (N-156: 4-CN-Ph, Et, S, S), 

20 (N-157: 4-CHO-Ph, Et, S, S), (N-158: 3-Cl-Ph, Et, S, S), (N-159: 3-Br-Ph, Et, S, 
S), (N-160: 3-F-Ph, Et, S, S), (N-161: 3-I-Ph, Et, S, S), (N-162: 4-I-Ph, Et, S, S), 
(N-163: 4-OCF 3 -Ph, Et, S, S), (N-164: 3,4-diI-Ph, Et, S, S), (N-165: Indole-6-yl, 
Et, S, S), (N-166: l-Ac-indole-6-yl, Et, S, S), (N-167: l-Me-indole-6-yl, Et, S, S), 
(N-168: 4-(l-Imidazolyl)-Ph, Et, S, S), (N-169: 4-Morphorino-Ph, Et, S, S), 

25 (N-170: 4-(l-Piperazinyl)-Ph, Et, S, S), (N-171: 2:5-diMe-thiophene-3-yl, Et, S, 
S), (N-172: 2-Furyl, Et, S, S), (N-173: 5-Me-furan-2-yl, Et, S, S), (N-174: 5- 
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Me-furan-2-yl, Et, S, S), (N-175: 2-Thiazolyl, Et, S, S), (N-176: 1:4- 
Benzodioxin-6-yl, Et, S, S), (N-177: Benzo[b]furan-2-yl, Et, S, S), (N-178: 4- 
NH2CH2-PI1, Et, S, S), (N-179: 4-N(Me)HCH 2 -Ph, Et, S, S), (N-180: 4- 
N(Me) 2 CH 2 -Pli, Et, S, S), (N-181: 6-Cl-pyridine-3-yl, Et, S, S), (N-182: 5,6- 
5 diCl-pyridine-3-yl, Et, S, S), (N-183: 5-Cl-pyridine-2-yl, Et, S, S), (N-184: 
4:5-diCl-pyridine-2-yl, Et, S, S), (N-185: 4-ClCH 2 -Bn, Et, S, S), (N-186: Bn, Et, 
S, S), (N-187: 4-Cl-Bn, Et, S, S), (N-188: 4-Br-Bn, Et, S, S), (N-189: 4-F-Bn, Et, 
S, S), (N-190: 3,4-diCl-Bn, Et, S, S), (N-191: 3,4-diBr-Bn, Et, S, S), (N-192: 
3,4-diF-Bn, Et, S, S), (N-193: 4-Cl-Bz, Et, S, S), (N-194: 3,4-diCl-Bz, Et, S, S), 

10 (N-195: 4-Br-Bz, Et, S, S), (N-196: 3,4-diBr-Bz, Et, S, S), (N-197: 4-F-Bz, Et, S, 
S), (N-198: 3,4-diF-Bz, Et, S, S), (N-199: 4-N0 2 -Bn, Et, S, S), (N-200: 4-CN-Bii, 
Et, S, S), (N-201: Ph, COOMe, S, S), (N-203: 4-Br-Ph, COOMe, S, S), (N-204: 
4-Me-Ph, COOMe, S, S), (N-205: 4-Ph-Ph, COOMe, S, S), (N-206: 4-OMe-Ph, 
COOMe, S, S), (N-207: 4-tBu-Ph, COOMe, S, S), (N-208: 4-COOMe-Ph, COOMe, 

15 S, S), (N-209: 4-Pen-Ph, COOMe, S, S), (N-210: 4-N0 2 -Ph, COOMe, S, S), (N- 
211: 5-Cl-thiophene-2-yl, COOMe, S, S), (N-212: 3-Thienyl, COOMe, S, S), 
(N-213: 2-Py, COOMe, S, S), (N-214: 3-Py, COOMe, S, S), (N-215: 4-Py, COOMe, 
S, S), (N-216: 3,4-diF-Ph, COOMe, S, S), (N-217: 5-Br-thiophene-2-yl, COOMe, 
S, S), (N-218: 4-CONH 2 -Ph, COOMe, S, S), (N-219: 4-CON(Me)H-Ph, COOMe, S, 

20 S), (N-220: 4-CON(Me) 2 -Ph, COOMe, S, S), (N-221: 4-iPrOC(=0)-Ph, COOMe, S, 
S), (N-222: 4-nBuOC(=0)-Ph, COOMe, S, S), (N-223: 6-Me-pyridine-3-yl, 
COOMe, S, S), (N-224: Quinoline-3-yl, COOMe, S, S), (N-225: 4-NH 2 -Ph, 
COOMe, S, S), (N-226: 4-N(Ac)H-Ph, COOMe, S, S), (N-227: 4-OH-Ph, COOMe, 
S, S), (N-228: 3,4-di(OH) 2 -Ph, COOMe, S, S), (N-229: 3,4-di(NH 2 )-Ph, COOMe, 

25 S, S), (N-230: 3:4-[N(Ac)H] 2 -Ph, COOMe, S, S), (N-231: 4-SH-Ph, COOMe, S, S), 
(N-232: 4-SMe-Ph, COOMe, S, S), (N-233: 3,4-diBr-Ph, COOMe, S, S), (N-234: 
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4-N(Me)H-Ph, COOMe, S, S), (N-235: 4-N(Me) 2 -Ph, COOMe, S, S), (N-236: 4- 
N(Me) 3 + -Ph, COOMe, S, S), (N-237: 4-Et-Ph, COOMe, S, S), (N-238: 4-iPr-Ph, 
COOMe, S, S), (N-239: 4-nPr-Ph, COOMe, S, S), (N-240: 4-nBu-Ph, COOMe, S, 
S), (N-241: 4-iBu-Ph, COOMe, S, S), (N-242: 3,4-diMe-Ph, COOMe, S, S), (N- 
5 243: l,3-Benzodioxole-5-yl, COOMe, S, S), (N-244: N-Me-pyridinium-4-yl, 
COOMe, S, S), (N-245: N-Me-pyridinium-3-yl, COOMe, S, S), (N-246: 5-Me- 
Pyridine-2-yl, COOMe, S, S), (N-247: 2-Pyrazinyl, COOMe, S, S), (N-248: 3- 
Pyrrolyl, COOMe, S, S), (N-249: l-Me-pyrrole-3-yl, COOMe, S, S), (N-250: 
Pyridine N-oxide-4-yl, COOMe, S, S), (N-251: Pyridine N-oxide-3-yl, COOMe, S, 

10 S), (N-252: 6-OH-pyridine-3-yl, COOMe, S, S), (N-253: 6-SH-pyridine-3-yl, 
COOMe, S, S), (N-254: l-Ac-pyrrole-3-yl, COOMe, S, S), (N-255: 4-CFs-Ph, 
COOMe, S, S), (N-256: 4-CN-Ph, COOMe, S, S), (N-257: 4-CHO-Ph, COOMe, S, 
S), (N-258: 3-Cl-Ph, COOMe, S, S), (N-259: 3-Br-Ph, COOMe, S, S), (N-260: 3- 
F-Ph, COOMe, S, S), (N-261: 3-I-Ph, COOMe, S, S), (N-262: 4-I-Ph, COOMe, S, 

15 S), (N-263: 4-OCF 3 -Ph, COOMe, S, S), (N-264: 3,4-diI-Ph, COOMe, S, S), (N- 
265: Indole-6-yl, COOMe, S, S), (N-266: l-Ac-indole-6-yl, COOMe, S, S), (N- 
267: l-Me-indole-6-yl, COOMe, S, S), (N-268: 4-(l-Imidazolyl)-Ph, COOMe, S, 
S), (N-269: 4-Morphorino-Ph, COOMe, S, S), (N-270: 4-(l-Piperazinyl)-Ph, 
COOMe, S, S), (N-271: 2:5-diMe-thiophene-3-yl, COOMe, S, S), (N-272: 2-Furyl, 

20 COOMe, S, S), (N-273: 5-Me-furan-2-yl, COOMe, S, S), (N-274: 5-Me-furan-2- 
yl, COOMe, S, S), (N-275: 2-Thiazolyl, COOMe, S, S), (N-276: 1:4- 
Benzodioxin-6-yl, COOMe, S, S), (N-277: Benzo[b]furan-2-yl, COOMe, S, S), 
(N-278: 4-NH 2 CH 2 -Ph, COOMe, S, S), (N-279: 4-N(Me)HCH 2 -Ph, COOMe, S, S), 
(N-280: 4-N(Me) 2 CH 2 -Ph, COOMe, S, S), (N-281: 6-Cl-pyridine-3-yl, COOMe, S, 

25 S), (N-282: 5,6-diCl-pyridine-3-yl, COOMe, S, S)', (N-283: 5-Cl-pyridine-2-yl, 
COOMe, S, S), (N-284: 4:5-diCl-pyridine-2-yl, COOMe, S, S), (N-285: 4- 
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C1CH 2 -Bn, COOMe, S, S), (N-286: Bn, COOMe, S, S), (N-287: 4-Cl-Bn, COOMe, 
S, S), (N-288: 4-Br-Bn, COOMe, S, S), (N-289: 4-F-Bn, COOMe, S, S), (N-290: 
3,4-diCl-Bn, COOMe, S, S), (N-291: 3,4-diBr-Bn, COOMe, S, S), (N-292: 3,4- 
diF-Bn, COOMe, S, S), (N-293: 4-Cl-Bz, COOMe, S, S), (N-294: 3,4-diCl-Bz, 
5 COOMe, S, S), (N-295: 4-Br-Bz, COOMe, S, S), (N-296: 3,4-diBr-Bz, COOMe, S, 
S), (N-297: 4-F-Bz, COOMe, S, S), (N-298: 3,4-diF-Bz, COOMe, S, S), (N-299: 
4-NO2-B11, COOMe, S, S), (N-300: 4-CN-Bn, COOMe, S, S), (N-302: H, 4-F-Ph, S, 
S), (N-303: H, 4-Br-Ph, S, S), (N-304: H, 4-Me-Ph, S, S), (N-305: H, 4-Ph-Ph, S, 
S), (N-306: H, 4-OMe-Ph, S, S), (N-307: H, 4-tBu-Ph, S, S), (N-308: H, 4- 

10 COOMe-Ph, S, S), (N-309: H, 4-Pen-Ph, S, S), (N-310: H, 4-N0 2 -Ph, S, S), (N- 
811: H, 5-Cl-thiophene-2-yl, S, S), (N-312: H, 3-Thienyl, S, S), (N-313: H, 2-Py, 
S, S), (N-314: H, 3-Py, S, S), (N-315: H, 4-Py, S, S), (N-316: H, 3,4-diF-Ph, S, S), 
(N-317: H, 5-Br-thiophene-2-yl, S, S), (N-318: H, 4-CONH 2 -Ph, S, S), (N-319: H, 
4-CON(Me)H-Ph, S, S), (N-320: H, 4-CON(Me) 2 -Ph, S, S), (N-321: H, 4- 

15 iPrOC(=0)-Ph, S, S), (N-322: H, 4-nBuOC(=0)-Ph, S, S), (N-323: H, 6-Me- 
pyridine-3-yl, S, S), (N-324: H, Quinoline-3-yl, S, S), (N-325: H, 4-NH 2 -Ph, S, 
S), (N-326: H, 4-N(Ac)H-Ph, S, S), (N-327: H, 4-OH-Ph, S, S), (N-328: H, 3,4- 
di(OH) 2 -Ph, S, S), (N-329: H, 3,4-di(NH 2 )-Ph, S, S), (N-330: H, 3:4-[N(Ac)H] 2 - 
Ph, S, S), (N-331: H, 4-SH-Ph, S, S), (N-332: H, 4-SMe-Ph, S, S), (N-333: H, 

20 3,4-diBr-Ph, S, S), (N-334: H, 4-N(Me)H-Ph, S, S), (N-335: H, 4-N(Me) 2 -Ph, S, 
S), (N-336: H, 4-N(Me)s + -Ph, S, S), (N-337: H, 4-Et-Ph, S, S), (N-338: H, 4- 
iPr-Ph, S, S), (N-339: H, 4-nPr-Ph, S, S), (N-340: H, 4-nBu-Ph, S, S), (N-341: H, 
4-iBu-Ph, S, S), (N-342: H, 3,4-diMe-Ph, S, S), (N-343: H, l,3-Benzodioxole-5- 
yl, S, S), (N-344: H, N-Me-pyridinium-4-yl, S, S), (N-345: H, N-Me- 

25 pyridinium-3-yl, S, S), (N-346: H, 5-Me-Pyridine-2-yl, S, S), (N-347: H, 2- 
Pyrazinyl, S, S), (N-348: H, 3-Pyrrolyl, S, S), (N-349: H, l-Me-pyrrole-3-yl, S, 
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S), (N-350: H, Pyridine N-oxide-4-yl, S, S), (N-351: H, Pyridine N-oxide-3-yl, S, 
S), (N-352: H, 6-OH-pyridine-3-yl, S, S), (N-353: H, 6-SH-pyridine-3-yl, S, S), 
(N-354: H, l-Ac-pyrrole-3-yl, S, S), (N-355: H, 4-CFs-Ph, S, S), (N-356: H, 4- 
CN-Ph, S, S), (N-357: H, 4-CHO-Ph, S, S), (N-358: H, 3-Cl-Ph, S, S), (N-359: H, 
5 3-Br-Ph, S, S), (N-360: H, 3-F-Ph, S, S), (N-361: H, 3-I-Ph, S, S), (N-362: H, 
4-I-Ph, S, S), (N-363: H, 4-OCF 3 -Ph, S, S), (N-364: H, 3,4-diI-Ph, S, S), (N-365: 
H, Indole-6-yl, S, S), (N-366: H, l-Ac-indole-6-yl, S, S), (N-367: H, 1-Me- 
indole-6-yl, S, S), (N-368: H, 4-<l-Imidazolyl)-Ph, S, S), (N-369: H, 4- 
Morphorino-Ph, S, S), (N-370: H, 4-(l-Piperazinyl)-Ph, S, S), (N-371: H, 2:5- 

10 diMe-thiophene-3-yl, S, S), (N-372: H, 2-Furyl, S, S), (N-373: H, 5-Me-furan- 
2-yl, S, S), (N-374: H, 5-Me-furan-2-yl, S, S), (N-375: H, 2-Thiazolyl, S, S), 
(N-376: H, l:4-Benzodioxin-6-yl, S, S), (N-377: H, Benzo[b]furan-2-yl, S, S), 
(N-378: H, 4-NH 2 CH2-Ph, S, S), (N-379: H, 4-N(Me)HCH2-Ph, S, S), (N-380: H, 
4-N(Me) 2 CH 2 -Ph, S, S), (N-381: H, 6-Cl-pyridine-3-yl, S, S), (N-382: H, 5,6- 

15 diCl-pyridine-3-yl, S, S), (N-383: H, 5-Cl-pyridine-2-yl, S, S), (N-384: H, 4:5- 
diCl-pyridine-2-yl, S, S), (N-385: H, 4-ClCH 2 -Bn, S, S), (N-386: H, Bn, S, S), 
(N-387: H, 4-Cl-Bn, S, S), (N-388: H, 4-Br-Bn, S, S), (N-389: H, 4-F-Bn, S, S), 
(N-390: H, 3,4-diCl-Bn, S, S), (N-391: H, 3,4-diBr-Bn, S, S), (N-392: H, 3,4- 
diF-Bn, S, S), (N-393: H, 4-Cl-Bz, S, S), (N-394: H, 3,4-diCl-Bz, S, S), (N-395: H, 

20 4-Br-Bz, S, S), (N-396: H, 3,4-diBr-Bz, S, S), (N-397: H, 4-F-Bz, S, S), (N-398: H, 
3,4-diF-Bz, S, S), (N-399: H, 4-N0 2 -Bn, S, S), (N-400: H, 4-CN-Bn, S, S), (N- 
401: Me, Ph, S, S), (N-402: Me, 4-F-Ph, S, S), (N-403: Me, 4-Br-Ph, S, S), (N- 
404: Me, 4-Me-Ph, S, S), (N-405: Me, 4-Ph-Ph, S, S), (N-406: Me, 4-OMe-Ph, S, 
S), (N-407: Me, 4-tBu-Ph, S, S), (N-408: Me, 4-COOMe-Ph, S, S), (N-409: Me, 

25 4-Pen-Ph, S, S), (N-410: Me, 4-N0 2 -Ph, S, S), (N-411: Me, 5-Cl-thiophene-2-yl, 
S, S), (N-412: Me, 3-Thienyl, S, S), (N-413: Me, 2-Py, S, S), (N-414: Me, 3-Py, S, 
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S), (N-415: Me, 4-Py, S, S), (N-416: Me, 3,4-diF-Ph, S, S), (N-417: Me, 5-Br- 
thiophene-2-yl, S, S), (N-418: Me, 4-CONH 2 -Ph, S, S), (N-419: Me, 4- 
CON(Me)H-Ph, S, S), (N-420: Me, 4-CON(Me) 2 -Ph, S, S), (N-421: Me, 4- 
iPrOC(=0)-Ph, S, S), (N-422: Me, 4-nBuOC(=0)-Ph, S, S), (N-423: Me, 6-Me- 
5 pyridine-3-yl, S, S), (N-424: Me, Quinoline-3-yl, S, S), (N-425: Me, 4-NH 2 -Ph, S, 
S), (N-426: Me, 4-N(Ac)H-Ph, S, S), (N-427: Me, 4-OH-Ph, S, S), (N-428: Me, 
3,4-di(OH) 2 -Ph, S, S), (N-429: Me, 3,4-di(NH 2 )-Ph, S, S), (N-430: Me, 3:4- 
[N(Ac)H] 2 -Ph, S, S), (N-431: Me, 4-SH-Ph, S, S), (N-432: Me, 4-SMe-Ph, S, S), 
(N-433: Me, 3,4-diBr-Ph, S, S), (N-434: Me, 4-N(Me)H-Ph, S, S), (N-435: Me, 

10 4-N(Me) 2 -Ph, S, S), (N-436: Me, 4-N(Me) 3 --Ph, S, S), (N-437: Me, 4-Et-Ph, S, S), 
(N-438: Me, 4-iPr-Ph, S, S), (N-439: Me, 4-nPr-Ph, S, S), (N-440: Me, 4-nBu-Ph, 
S, S), (N-441: Me, 4-iBu-Ph, S, S), (N-442: Me, 3,4-diMe-Ph, S, S), (N-443: Me, 
l,3-Benzodioxole-5-yl, S, S), (N-444: Me, N-Me-pyridinium-4-yl, S, S), (N-445: 
Me, N-Me-pyridinium-3-yl, S, S), (N-446: Me, 5-Me-Pyridine-2-yl, S, S), (N- 

15 447: Me, 2-Pyrazinyl, S, S), (N-448: Me, 3-Pyrrolyl, S, S), (N-449: Me, 1-Me- 
pyrrole-3-yl, S, S), (N-450: Me, Pyridine N-oxide-4-yl, S, S), (N-451: Me, 
Pyridine N-oxide-3-yl, S, S), (N-452: Me, 6-OH-pyridine-3-yl, S, S), (N-453: Me, 
6-SH-pyridine-3-yl, S, S), (N-454: Me, l-Ac-pyrrole-3-yl, S, S), (N-455: Me, 4- 
CFs-Ph, S, S), (N-456: Me, 4-CN-Ph, S, S), (N-457: Me, 4-CHO-Ph, S, S), (N- 

20 458: Me, 3-Cl-Ph, S, S), (N-459: Me, 3-Br-Ph, S, S), (N-460: Me, 3-F-Ph, S, S), 
(N-461: Me, 3-I-Ph, S, S), (N-462: Me, 4-I-Ph, S, S), (N-463: Me, 4-OCF 3 -Ph, S, 
S), (N-464: Me, 3,4-diI-Ph, S, S), (N-465: Me, Indole-6-yl, S, S), (N-466: Me, 

1- Ac-indole-6-yl, S, S), (N-467: Me, l-Me-indole-6-yl, S, S), (N-468: Me, 4-(l- 
Imidazolyl)-Ph, S, S), (N-469: Me, 4-Morphorino-Ph, S, S), (N-470: Me, 4-(l- 

25 Piperazinyl)-Ph, S, S), (N-471: Me, 2:5-diMe-thiophene-3-yl, S, S), (N-472: Me, 

2- Furyl, S, S), (N-473: Me, 5-Me-furan-2-yl, S, S), (N-474: Me, 5-Me-furan-2- 
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yl, S, S), (N-475: Me, 2-Thiazolyl, S, S), (N-476: Me, l:4-Benzodioxin-6-yl, S, S), 
(N-477: Me, Benzo[b]furan-2-yl, S, S), (N-478: Me, 4-NH 2 CH 2 .Ph, S, S), (N-479: 
Me, 4-N(Me)HCH 2 -Ph, S, S), (N-480: Me, 4-N(Me) 2 CH 2 -Ph, S, S), (N-481: Me, 
6-Cl-pyridine-3-yl, S, S), (N-482: Me, 5,6-diCl-pyridine-3-yl, S, S), (N-483: Me, 
5 5-Cl-pyridine-2-yl, S, S), (N-484: Me, 4:5-diCl-pyridine-2-yl, S, S), (N-485: Me, 
4-ClCH 2 -Bn, S, S), (N-486: Me, Bn, S, S), (N-487: Me, 4-Cl-Bn, S, S), (N-488: 
Me, 4-Br-Bn, S, S), (N-489: Me, 4-F-Bn, S, S), (N-490: Me, 3,4-diCl-Bn, S, S), 
(N-491: Me, 3,4-diBr-Bn, S, S), (N-492: Me, 3,4-diF-Bn, S, S), (N-493: Me, 4- 
Cl-Bz, S, S), (N-494: Me, 3,4-diCl-Bz, S, S), (N-495: Me, 4-Br-Bz, S, S), (N-496: 

10 Me, 3,4-diBr-Bz, S, S), (N-497: Me, 4-F-Bz, S, S), (N-498: Me, 3,4-diF-Bz, S, S), 
(N-499: Me, 4-N0 2 -Bn, S, S), (N-500: Me, 4-CN-Bn, S, S), (N-501: Et, Ph, S, S), 
(N-502: Et, 4-F-Ph, S, S), (N-503: Et, 4-Br-Ph, S, S), (N-504: Et, 4-Me-Ph, S, S), 
(N-505: Et, 4-Ph-Ph, S, S), (N-506: Et, 4-OMe-Ph, S, S), (N-507: Et, 4-tBu-Ph, S, 
S), (N-508: Et, 4-COOMe-Ph, S, S), (N-509: Et, 4-Pen-Ph, S, S), (N-510: Et, 4- 

15 N0 2 -Ph, S, S), (N-511: Et, 5-Cl-thiophene-2-yl, S, S), (N-512: Et, 3-Thienyl, S, 
S), (N-513: Et, 2-Py, S, S), (N-514: Et, 3-Py, S, S), (N-515: Et, 4-Py, S, S), (N- 
516: Et, 3,4-diF-Ph, S, S), (N-517: Et, 5-Br-thiophene-2-yl, S, S), (N-518: Et, 
4-CONH 2 -Ph, S, S), (N-519: Et, 4-CON(Me)H-Ph, S, S), (N-520: Et, 4- 
CON(Me) 2 -Ph, S, S), (N-521: Et, 4-iPrOC(=0)-Ph, S, S), (N-522: Et, 4- 

20 nBuOC(=0)-Ph, S, S), (N-523: Et, 6-Me-pyridine-3-yl, S, S), (N-524: Et, 
Quinoline-3-yl, S, S), (N-525: Et, 4-NH 2 -Ph, S, S), (N-526: Et, 4-N(Ac)H-Ph, S, 
S), (N-527: Et, 4-OH-Ph, S, S), (N-528: Et, 3,4-di(OH) 2 -Ph, S, S), (N-529: Et, 
3,4-di(NH 2 )-Ph, S, S), (N-530: Et, 3:4-[N(Ac)H] 2 -Ph, S, S), (N-531: Et, 4-SH-Ph, 
S, S), (N-532: Et, 4-SMe-Ph, S, S), (N-533: Et, 3,4-diBr-Ph, S, S), (N-534: Et, 

25 4-N(Me)H-Ph, S, S), (N-535: Et, 4-N(Me) 2 -Ph, S, S), (N-536: Et, 4-N(Me) 3 + -Ph, 
S, S), (N-537: Et, 4-Et-Ph, S, S), (N-538: Et, 4-iPr-Ph, S, S), (N-539: Et, 4- 
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nPr-Ph, S, S), (N-540: Et, 4-nBu-Ph, S, S), (N-541: Et, 4-iBu-Ph, S, S), (N-542: 
Et, 3,4-diMe-Ph, S, S), (N-543: Et, l,3-Benzodioxole-5-yl, S, S), (N-544: Et, 
N-Me-pyridinium-4-yl, S, S), (N-545: Et, N-Me-pyridinium-3-yl, S, S), (N-546: 
Et, 5-Me-Pyridine-2-yl, S, S), (N-547: Et, 2-Pyrazinyl, S, S), (N-548: Et, 3- 
Pyrrolyl, S, S), (N-549: Et, l-Me-pyrrole-3-yl, S, S), (N-550: Et, Pyridine N- 
oxide-4-yl, S, S), (N-551: Et, Pyridine N-oxide-3-yl, S, S), (N-552: Et, 6-OH- 
pyridine-3-yl, S, S), (N-553: Et, 6-SH-pyridine-3-yl, S, S), (N-554: Et, 1-Ac- 
pyrrole-3-yl, S, S), (N-555: Et, 4-CF 3 -Ph, S, S), (N-556: Et, 4-CN-Ph, S, S), 
(N-557: Et, 4-CHO-Ph, S, S), (N-558: Et, 3-Cl-Ph, S, S), (N-559: Et, 3-Br-Ph, S, 
S), (N-560: Et, 3-F-Ph, S, S), (N-561: Et, 3-I-Ph, S, S), (N-562: Et, 4-I-Ph, S, S), 
(N-563: Et, 4-0CF 3 -Ph, S, S), (N-564: Et, 3,4-diI-Ph, S, S), (N-565: Et, Indole- 
6-yl, S, S), (N-566: Et, l-Ac-indole-6-yl, S, S), (N-567: Et, l-Me-indole-6-yl, S, 
S), (N-568: Et, 4-(l-Imidazolyl)-Ph, S, S), (N-569: Et, 4-Morphorino-Ph, S, S), 
(N-570: Et, 4-(l-Piperazinyl)-Ph, S, S), (N-571: Et, 2:5-diMe-thiophene-3-yl, S, 
S), (N-572: Et, 2-Furyl, S, S), (N-573: Et, 5-Me-furan-2-yl, S, S), (N-574: Et, 
5-Me-furan-2-yl, S, S), (N-475: Et, 2-Thiazolyl, S, S), (N-576: Et, 1:4- 
Benzodioxin-6-yl, S, S), (N-577: Et, Benzo[b]furan-2-yl, S, S), (N-578: Et, 4- 
NH 2 CH 2 -Ph, S, S), (N-579: Et, 4-N(Me)HCH 2 -Ph, S, S), (N-580: Et, 4- 
N(Me) 2 CH 2 -Ph, S, S), (N-581: Et, 6rCl-pyridine-3-yl, S, S), (N-582: Et, 5,6- 
diCl-pyridine-3-yl, S, S), (N-583: Et, 5-Cl-pyridine-2-yl, S, S), (N-584: Et, 
4:5-diCl-pyridine-2-yl J S, S), (N-585: Et, 4-ClCH 2 -Bn, S, S), (N-586: Et, Bn, S, 
S), (N-587: Et, 4-Cl-Bn, S, S), (N-588: Et, 4-Br-Bn, S, S), (N-589: Et, 4-F-Bn, S, 
S), (N-590: Et, 3,4-diCl-Bn, S, S), (N-591: Et, 3,4-diBr-Bn, S, S), (N-592: Et, 
3,4-diF-Bn, S, S), (N-593: Et, 4-Cl-Bz, S, S), (N-594: Et, 3,4-diCl-Bz, S, S), 
(N-595: Et, 4-Br-Bz, S, S), (N-596: Et, 3,4-diBr-Bz, S, S), (N-597: Et, 4-F-Bz, S, 
S), (N-598: Et, 3,4-diF-Bz, S, S), (N-599: Et, 4-N0 2 -Bn, S, S), (N-600: Et, 4- 
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CN-Bn, S, S), (N-601: COOMe, Ph, S, S), (N-602: COOMe, 4-F-Ph, S, S), (N-603: 
COOMe, 4-Br-Ph, S, S), (N-604: COOMe, 4-Me-Ph, S, S), (N-605: COOMe, 4- 
Ph-Ph, S, S), (N-606: COOMe, 4-OMe-Ph, S, S), (N-607: COOMe, 4-tBu-Ph, S, „ 
S), (N-608: COOMe, 4-COOMe-Ph, S, S), (N-609: COOMe, 4-Pen-Ph, S, S), (N- 

2 

5 510: COOMe, 4-N0 2 -Ph, S, S), (N-611: COOMe, 5-Cl-thiophene-2-yl, S, S), 
(N-612: COOMe, 3-Thienyl, S, S), (N-513: COOMe, 2-Py, S, S), (N-614: COOMe, 
3-Py, S, S), (N-615: COOMe, 4-Py, S, S), (N-616: COOMe, 3,4-diF-Ph, S, S), 
(N-617: COOMe, 5-Br-thiophene-2-yl, S, S), (N-618: COOMe, 4-CONH 2 -Ph, S, 
S), (N-619: COOMe, 4-CON(Me)H-Ph, S, S), (N-620: COOMe, 4-CON(Me) 2 -Ph, 

10 S, S), (N-621: COOMe, 4-iPrOC(=0)-Ph, S, S), (N-622: COOMe, 4- 
nBuOC(=0)-Ph, S, S), (N-623: COOMe, 6-Me-pyridine-3-yl, S, S), (N-624: 
COOMe, Quinoline-3-yl, S, S), (N-625: COOMe, 4-NH 2 -Ph, S, S), (N-626: 
COOMe, 4-N(Ac)H-Ph, S, S), (N-627: COOMe, 4-OH-Ph, S, S), (N-628: COOMe, 
3,4-di(OH) 2 -Ph, S, S), (N-629: COOMe, 3,4-di(NH 2 )-Ph, S, S), (N-630: COOMe, 

15 3:4-[N(Ac)H] 2 -Ph, S, S), (N-631: COOMe, 4-SH-Ph, S, S), (N-632: COOMe, 4- 
SMe-Ph, S, S), (N-633: COOMe, 3,4-diBr-Ph, S, S), (N-634: COOMe, 4- 
N(Me)H-Ph, S, S), (N-635: COOMe, 4-N(Me) 2 -Ph, S, S), (N-636: COOMe, 4- 
N(Me) 3 + -Ph, S, S), (N-637: COOMe, 4-Et-Ph, S, S), (N-638: COOMe, 4-iPr-Ph, S, 
S), (N-639: COOMe, 4-nPr-Ph, S, S), (N-640: COOMe, 4-nBu-Ph, S, S), (N-641: 

20 COOMe, 4-iBu-Ph, S, S), (N-642: COOMe, 3,4-diMe-Ph, S, S), (N-643: COOMe, 
l,3-Benzodioxole-5-yl, S, S), (N-644: COOMe, N-Me-pyridinium-4-yl, S, S), 
(N-645: COOMe, N-Me-pyridinium-3-yl, S, S), (N-646: COOMe, 5-Me- 
Pyridine-2-yl, S, S), (N-647: COOMe, 2-Pyrazinyl, S, S), (N-648: COOMe, 3- 

>: 

Pyrrolyl, S, S), (N-649: COOMe, l-Me-pyrrole-3-yl, S, S), (N-650: COOMe, 

! 

25 Pyridine N-oxide-4-yl, S, S), (N-651: COOMe, Pyridine N-oxide-3-yl, S, S), 
(N-652: COOMe, 6-OH-pyridine-3-yl, S, S), (N-653: COOMe, 6-SH-pyridine-3. 
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yl, S, S), (N-654: COOMe, l-Ac-pyrrole-3-yl, S, S), (N-655: COOMe, 4-CF 3 -Ph, S, 
S), (N-656: COOMe, 4-CN-Ph, S, S), (N-657: COOMe, 4-CHO-Ph, S, S), (N-658: 
COOMe, 3-Cl-Ph, S, S), (N-659: COOMe, 3-Br-Ph, S, S), (N-660: COOMe, 3-F- 

i 

Ph, S, S), (N-661: COOMe, 3-I-Ph, S, S), (N-662: COOMe, 4-I-Ph, S, S), (N-663: 
5 COOMe, 4-OCFa-Ph, S, S), (N-664: COOMe, 3,4-diI-Ph, S, S), (N-665: COOMe, 
Indole-6-yl, S, S), (N-666: COOMe, l-Ac-indole-6-yl, S, S), (N-667: COOMe, 1- 
Me-indole-6-yl, S, S), (N-668: COOMe, 4-(l-Imidazolyl)-Ph, S, S), (N-669: 
COOMe, 4-Morphorino-Ph, S, S), (N-670: COOMe, 4-(l.Piperazinyl)-Ph, S, S), 
(N-671: COOMe, 2:5-diMe-thiophene-3-yl, S, S), (N-672: COOMe, 2-Furyl, S, S), 

10 (N-673: COOMe, 5-Me.furan-2-yl, S, S), (N-674: COOMe, 5-Me-furan-2-yl, S, S), 
(N-675: COOMe, 2-Thiazolyl, S, S), (N-676: COOMe, l:4-Benzodioxin-6-yl, S, 
S), (N-577: COOMe, Benzo[b]furan-2-yl, S, S), (N-678: COOMe, 4-NH 2 CH 2 -Ph, 
S, S), (N-679: COOMe, 4-N(Me)HCH 2 -Ph, S, S), (N-680: COOMe, 4- 
N(Me) 2 CH 2 -Ph, S, S), (N-681: COOMe, 6-Cl-pyridine-3-yl, S, S), (N-682: 

15 COOMe, 5,6-diCl-pyridine-3-yl, S, S), (N-683: COOMe, 5-Cl-pyridine-2-yl, S, 
S), (N-684: COOMe, 4:5-diCl-pyridine-2-yl, S, S), (N-685: COOMe, 4-ClCH 2 .Bn, 
S, S), (N-686: COOMe, Bn, S, S), (N-687: COOMe, 4-Cl-Bn, S, S), (N-688: 
COOMe, 4-Br-Bn, S, S), (N-689: COOMe, 4-F-Bn, S, S), (N-690: COOMe, 3,4- 
diCl-Bn, S, S), (N-691: COOMe, 3,4-diBr-Bn, S, S), (N-692: COOMe, 3,4-diF-Bn, 

20 S, S), (N-693: COOMe, 4-Cl-Bz, S, S), (N-694: COOMe, 3,4-diCl-Bz, S, S), (N- 
695: COOMe, 4-Br-Bz, S, S), (N-696: COOMe, 3,4-diBr-Bz, S, S), (N-697: 
COOMe, 4-F-Bz, S, S), (N-698: COOMe, 3,4-diF-Bz, S, S), (N-699: COOMe, 4- 
N0 2 -Bn, S, S), (N-700: COOMe, 4-CN-Bn, S, S), (N-701: Ph, H, O, S), (N-702: 

■ 

4-F-Ph, H, O, S), (N-703: 4-Br-Ph, H, O, S), (N-704: 4-Me-Ph, H, O, S), (N-705: 
25 4-Ph-Ph, H, O, S), (N-706: 4-OMe-Ph, H, O, S), (N-707: 4-tBu-Ph, H, O, S), 
(N-708: 4-COOMe-Ph, H, O, S), (N-709: 4-Pen-Ph, H, O, S), (N-710: 4-N0 2 -Ph, 



WO 01/07423 



PCT/JP00/04909 



H, O, S), (N-711: 5-Cl-thiophene-2-yl, H, O, S), (N-712: 3-Thienyl, H, O, S), 
(N-713: 2-Py, H, O, S), (N-714: 3-Py, H, O, S), (N-715: 4-Py, H, O, S), (N-716: 
3,4-diF-Ph, H, O, S), (N-717: 5-Br-thiophene-2-yl, H, O, S), (N-718: 4-CONHa- 

i 

Ph, H, O, S), (N-719: 4-CON(Me)H-Ph, H, O, S), (N-720: 4-CON(Me) 2 -Ph, H, O, 
5 S), (N-721: 4-iPrOC(=0)-Ph, H, O, S), (N-722: 4-nBuOC(=0)-Ph, H, O, S), (N- 
723: 6-Me-pyridine-3-yl, H, O, S), (N-724: Quinoline-3-yl, H, O, S), (N-725: 4- 
NH 2 -Ph, H, O, S), (N-726: 4-N(Ac)H-Ph, H, O, S), (N-727: 4-OH-Ph, H, O, S), 
(N-728: 3,4-di(OH) 2 -Ph, H, O, S), (N-729: 3,4-di(NH 2 )-Ph, H, O, S), (N-730: 
3:4-[N(Ac)H] 2 -Ph, H, O, S), (N-731: 4-SH-Ph, H, O, S), (N-732: 4-SMe-Ph, H, O, 

10 S), (N-733: 3,4-diBr-Ph, H, O, S), (N-734: 4-N(Me)H-Ph, H, O, S), (N-735: 4- 
N(Me) 2 -Ph, H, O, S), (N-736: 4-N(Me) 3 + -Ph, H, O, S), (N-737: 4-Et-Ph, H, O, S), 
(N-738: 4-iPr-Ph, H, O, S), (N-739: 4-nPr-Ph, H, O, S), (N-740: 4-nBu-Ph, H, O, 
S), (N-741: 4-iBu-Ph, H, O, S), (N-742: 3,4-diMe-Ph, H, O, S), (N-743: 1,3- 
Benzodioxole-5-yl, H, O, S), (N-744: N-Me-pyridinium-4-yl, H, O, S), (N-745: 

15 N-Me-pyridinium-3-yl, H, O, S), (N-746: 5-Me-Pyridine-2-yl, H, O, S), (N-747: 
2-Pyrazinyl, H, O, S), (N-748: 3-Pyrrolyl, H, O, S), (N-749: l-Me-pyrrole-3-yl, 
H, O, S), (N-750: Pyridine N-oxide-4-yl, H, O, S), (N-751: Pyridine N-oxide-3- 
yl, H, O, S), (N-752: 6-OH-pyridine-3-yl, H, O, S), (N-753: 6-SH-pyridine-3-yl, 
H, O, S), (N-754: l-Ac-pyrrole-3-yl, H, O, S), (N-755: 4-CF 3 -Ph, H, O, S), (N- 

20 756: 4-CN-Ph, H, O, S), (N-757: 4-CHO-Ph, H, O, S), (N-758: 3-Cl-Ph, H, O, S), 
(N-759: 3-Br-Ph, H, O, S), (N-760: 3-F-Ph, H, O, S), (N-761: 3-I-Ph, H, O, S), 
(N-762: 4-I-Ph, H, O, S), (N-763: 4-OCF 3 -Ph, H, O, S), (N-764: 3,4-diI-Ph, H, O, 
S), (N-765: Indole-6-yl, H, O, S), (N-766: l-Ac-indole-6-yl, H, O, S), (N-767: 1- 
Me-indole-6-yl, H, O, S), (N-768: 4-(l-Imidazolyl)-Ph, H, 0, S), (N-769: 4- 

25 Morphorino-Ph, H, O, S), (N-770: 4-(l-Piperazinyl)-Ph, H, 0, S), (N-771: 2:5- 
diMe-thiophene-3-yl, H, O, S), (N-772: 2-Furyl, H, 0, S), (N-773: 5-Me-furan- 
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2-yl, H, O, S), (N-774: 5-Me-furan-2-yl, H, O, S), (N-775: 2-Thiazolyl, H, O, S), 
(N-776: l:4-Benzodioxin-6-yl, H, O, S), (N-777: Benzo[b]furan-2-yl, H, O, S), 
(N-778: 4-NH 2 CH 2 -Ph, H, O, S), (N-779: 4-N(Me)HCH 2 -Ph, H, O, S), (N-780: 

t 

4-N(Me) 2 CH 2 -Ph, H, O, S), (N-781: 6-Cl-pyridine-3-yl, H, O, S), (N-782: 5,6- 
5 diCl-pyridine-3-yl, H, O, S), (N-783: 5-Cl-pyridine-2-yl, H, O, S), (N-784: 4:5- 
diCl-pyridine-2-yl, H, O, S), (N-785: 4-ClCH 2 -Bn, H, O, S), (N-786: Bn, H, O, S), 
(N-787: 4-Cl-Bn, H, O, S), (N-788: 4-Br-Bn, H, O, S), (N-789: 4-F-Bn, H, O, S), 
(N-790: 3,4-diCl-Bn, H, O, S), (N-791: 3,4-diBr-Bn, H, O, S), (N-792: 3,4-diF- 
Bn, H, O, S), (N-793: 4-Cl-Bz, H, O, S), (N-794: 3,4-diCl-Bz, H, O, S), (N-795: 

10 4-Br-Bz, H, O, S), (N-796: 3,4-diBr-Bz, H, O, S), (N-797: 4-F-Bz, H, O, S), (N- 
798: 3,4-diF-Bz, H, O, S), (N-799: 4-N0 2 -Bn, H, O, S), (N-800: 4-CN-Bn, H, O, 
S), (N-801: Ph, Me, O, S), (N-802: 4-F-Ph, Me, O, S), (N-803: 4-Br-Ph, Me, O, S), 
(N-804: 4-Me-Ph, Me, O, S), (N-805: 4-Ph-Ph, Me, O, S), (N-806: 4-OMe-Ph, Me, 
O, S), (N-807: 4-tBu-Ph, Me, O, S), (N-808: 4-COOMe-Ph, Me, O, S), (N-809: 

15 4-Pen-Ph, Me, O, S), (N-810: 4-N0 2 -Ph, Me, O, S), (N-811: 5-Cl-thiophene-2-yl, 
Me, O, S), (N-812: 3-Thienyl, Me, O, S), (N-813: 2-Py, Me, O, S), (N-814: 3-Py, 
Me, O, S), (N-815: 4-Py, Me, O, S), (N-816: 3,4-diF-Ph, Me, O, S), (N-817: 5- 
Br-thiophene-2-yl, Me, O, S), (N-818: 4-CONH 2 -Ph, Me, O, S), (N-819: 4- 
CON(Me)H-Ph, Me, O, S), (N-820: 4-CON(Me) 2 -Ph, Me, O, S), (N-821: 4- 

20 iPrOC(=0)-Ph, Me, O, S), (N-822: 4-nBuOC(=0)-Ph, Me, O, S), (N-823: 6-Me- 
pyridine-3-yl, Me, O, S), (N-824: Quinoline-3-yl, Me, O, S), (N-825: 4-NH 2 -Ph, 
Me, O, S), (N-826: 4-N(Ac)H-Ph, Me, O, S), (N-827: 4-OH-Ph, Me, O, S), (N-828: 
3,4-di(OH) 2 -Ph, Me, O, S), (N-829: 3,4-di(NH 2 )-Ph, Me, O, S), (N-830: 3:4- 
[N(Ac)H] 2 -Ph, Me, O, S), (N-831: 4-SH-Ph, Me, O, S), (N-832: 4-SMe-Ph, Me, O, 

25 S), (N-833: 3,4-diBr-Ph, Me, O, S), (N-834: 4-N(Me)H-Ph, Me, O, S), (N-835: 
4-N(Me) 2 -Ph, Me, O, S), (N-836: 4-N(Me) 3 + -Ph, Me, O, S), (N-837: 4-Et-Ph, Me, 
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O, S), (N-838: 4-iPr-Ph, Me, O, S), (N-839: 4-nPr-Ph, Me, O, S), (N-840: 4- 
nBu-Ph, Me, O, S), (N-841: 4-iBu-Ph, Me, O, S), (N-842: 3,4-diMe-Ph, Me, O, S), 
(N-843: l,3-Benzodioxole-5-yl, Me, O, S), (N-844: N-Me-pyridinium-4-yl, Me, O, 
S), (N-845: N-Me-pyridinium-3-yl, Me, O, S), (N-846: 5-Me-Pyridine-2-yl, Me, 
O, S), (N-847: 2-Pyrazinyl, Me, O, S), (N-848: 3-Pyrrolyl, Me, O, S), (N-849: 
l-Me-pyrrole-3-yl, Me, O, S), (N-850: Pyridine N-oxide-4-yl, Me, O, S), (N-851: 
Pyridine N-oxide-3-yl, Me, O, S), (N-852: 6-OH-pyridine-3-yl, Me, O, S), (N- 
853: 6-SH-pyridine-3-yl, Me, O, S), (N-854: l-Ac-pyrrole-3-yl, Me, O, S), (N- 
855: 4-CF 3 -Ph, Me, O, S), (N-856: 4-CN-Ph, Me, O, S), (N-857: 4-CHO-Ph, Me, O, 
S), (N-858: 3-Cl-Ph, Me, O, S), (N-859: 3-Br-Ph, Me, O, S), (N-860: 3-F-Ph, Me, 
O, S), (N-861: 3-I-Ph, Me, O, S), (N-862: 4-I-Ph, Me, O, S), (N-863: 4-OCF 3 -Ph, 
Me, O, S), (N-864: 3,4-diI-Ph, Me, O, S), (N-865: Indole-6-yl, Me, O, S), (N-866: 

1- Ac-indole-6-yl, Me, O, S), (N-867: l-Me-indole-6-yl, Me, O, S), (N-868: 4-(l- 
Imidazolyl)-Ph, Me, O, S), (N-869: 4-Morphorino-Ph, Me, O, S), (N-870: 4-<l- 
Piperazinyl)-Ph, Me, O, S), (N-871: 2:5-diMe-thiophene-3-yl, Me, O, S), (N-872: 

2- Furyl, Me, O, S), (N-873: 5-Me-furan-2-yl, Me, O, S), (N-874: 5-Me-furan-2- 
yl, Me, O, S), (N-875: 2-Thiazolyl, Me, O, S), (N-876: l:4-Benzodioxin-6-yl, Me, 
O, S), (N-877: Benzo[b]furan-2-yl, Me, O, S), (N-878: 4-NH 2 CH 2 -Ph, Me, O, S), 
(N-879: 4-N(Me)HCH 2 -Ph, Me, O, S), (N-880: 4-N(Me) 2 CH2-Ph, Me, O, S), (N- 
881: 6-Cl-pyridine-3-yl, Me, O, S), (N-882: 5,6-diCl-pyridine-3-yl, Me, O, S), 
(N-883: 5-Cl-pyridine-2-yl, Me, O, S), (N-884: 4:5-diCl-pyridine-2-yl, Me, O, S), 
(N-885: 4-ClCH 2 -Bn, Me, O, S), (N-886: Bn, Me, O, S), (N-887: 4-Cl-Bn, Me, O, 
S), (N-888: 4-Br-Bn, Me, O, S), (N-889: 4-F-Bn, Me, O, S), (N-890: 3,4-diCI-Bn, 
Me, O, S), (N-891: 3,4-diBr-Bn, Me, O, S), (N-892: 3,4-diF-Bn, Me, O, S), (N- 
893: 4-Cl-Bz, Me, O, S), (N-894: 3,4-diCl-Bz, Me, O, S), (N-895: 4-Br-Bz, Me, O, 
S), (N-896: 3,4-diBr-Bz, Me, O, S), (N-897: 4-F-Bz, Me, O, S), (N-898: 3,4-diF- 
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Bz, Me, O, S), (N-899: 4-N0 2 -Bn, Me, O, S), (N-900: 4-CN-Bn, Me, 0, S), (N-901: 
Ph, Et, O, S), (N-902: 4-F-Ph, Et, O, S), (N-903: 4-Br-Ph, Et, O, S), (N-904: 4- 
Me-Ph, Et, O, S), (N-905: 4-Ph-Ph, Et, 0, S), (N-906: 4-OMe-Ph, Et, O, S), (N- 
907: 4-tBu-Ph, Et, O, S), (N-908: 4-COOMe-Ph, Et, O, S), (N-909: 4-Pen-Ph, Et, 
5 O, S), (N-910: 4-N0 2 -Ph, Et, O, S), (N-911: 5-Cl-thiophene-2.yl, Et, O, S), (N- 
912: 3-Thienyl, Et, O, S), (N-913: 2-Py, Et, O, S), (N-914: 3-Py, Et, O, S), (N- 
915: 4-Py, Et, O, S), (N-916: 3,4-diF-Ph, Et, O, S), (N-917: 5-Br-thiophene-2-yl, 
Et, O, S), (N-918: 4-CONH 2 -Ph, Et, O, S), (N-919: 4-C0N(Me)H-Ph, Et, O, S), 
(N-920: 4-CON(Me) 2 -Ph, Et, O, S), (N-921: 4-iPrOC(=0)-Ph, Et, O, S), (N-922: 

10 4-nBuOC(=0)-Ph, Et, O, S), (N-923: 6-Me-pyridine-3-yl, Et, O, S), (N-924: 
Quinoline-3-yl, Et, O, S), (N-925: 4-NH 2 -Ph, Et, O, S), (N-926: 4-N(Ac)H-Ph, Et, 
O, S), (N-927: 4-OH-Ph, Et, O, S), (N-928: 3,4-di(OH) 2 -Ph, Et, O, S), (N-929: 
3,4-di(NH 2 )-Ph, Et, O, S), (N-930: 3:4-[N(Ac)H] 2 -Ph, Et, O, S), (N-931: 4-SH- 
Ph, Et, O, S), (N-932: 4-SMe-Ph, Et, O, S), (N-933: 3,4-diBr-Ph, Et, O, S), (N- 

15 934: 4-N(Me)H-Ph, Et, O, S), (N-935: 4-N(Me) 2 -Ph, Et, O, S), (N-936: 4- 
N(Me) 3 + -Ph, Et, O, S), (N-937: 4-Et-Ph, Et, O, S), (N-938: 4-iPr-Ph, Et, O, S), 
(N-939: 4-nPr-Ph, Et, O, S), (N-940: 4-nBu-Ph, Et, O, S), (N-941: 4-iBu-Ph, Et, 
O, S), (N-942: 3,4-diMe-Ph, Et, O, S), (N-943: l,3-Benzodioxole-5-yl, Et, O, S), 
(N-944: N-Me-pyridinium-4-yl, Et, O, S), (N-945: N-Me-pyridinium-3-yl, Et, O, 

20 S), (N-946: 5-Me-Pyridine-2-yl, Et, O, S), (N-947: 2-Pyrazinyl, Et, O, S), (N- 
948: 3-Pyrrolyl, Et, O, S), (N-949: l-Me-pyrrole-3-yl, Et, O, S), (N-950: 
Pyridine N-oxide-4-yl, Et, O, S), (N-951: Pyridine N-oxide-3-yl, Et, O, S), (N- 
952: 6-OH-pyridine-3ryl, Et, O, S), (N-953: 6-SH-pyridine-3-yl, Et, O, S), (N- 
954: l-Ac-pyrrole-3-yl, Et, O, S), (N-955: 4-CFa-Ph, Et, O, S), (N-956: 4-CN-Ph, 

25 Et, O, S), (N-957: 4-CHO-Ph, Et, O, S), (N-958: 3-Cl-Ph, Et, O, S), (N-959: 3- 
Br-Ph, Et, O, S), (N-960: 3-F-Ph, Et, O, S), (N-961: 3-I-Ph, Et, O, S), (N-962: 
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4-I-Ph, Et, O, S), (N-963: 4-OCFa-Ph, Et, O, S), (N-964: 3,4-diI-Ph, Et, O, S), 
(N-965: Indole-6-yl, Et, O, S), (N-966: l-Ac-indole-6-yl, Et, O, S), (N-967: 1- 
Me-indole-6-yl, Et, O, S), (N-968: 4-(l-Imidazolyl)-Ph, Et, O, S), (N-969: 4- 
Morphorino-Ph, Et, O, S), (N-970: 4-(l-Piperazinyl)-Ph, Et, O, S), (N-971: 
5 2:5-diMe-thiophene-3-yl, Et, O, S), (N-972: 2-Furyl, Et, O, S), (N-973: 5-Me- 
furan-2-yl, Et, O, S), (N-974: 5-Me-furan-2-yl, Et, O, S), (N-975: 2-Thiazolyl, Et, 
O, S), (N-976: l:4-Benzodioxin-6-yl, Et, O, S), (N-977: Benzo[b]furan-2-yl, Et, 
O, S), (N-978: 4-NH 2 CH 2 -Ph, Et, O, S), (N-979: 4-N(Me)HCH 2 -Ph, Et, O, S), 
(N-980: 4-N(Me)2CH 2 -Ph, Et, O, S), (N-981: 6-Cl-pyridine-3-yl, Et, O, S), (N- 

10 982: 5,6-diCl-pyridine-3-yl, Et, O, S), (N-983: 5-Cl-pyridine-2-yl, Et, O, S), 
(N-984: 4:5-diCl-pyridine-2-yl, Et, O, S), (N-985: 4-ClCH 2 -Bn, Et, O, S), (N- 
986: Bn, Et, O, S), (N-987: 4-Cl-Bn, Et, O, S), (N-988: 4-Br-Bn, Et, O, S), (N- 
989: 4-F-Bn, Et, O, S), (N-990: 3,4-diCl-Bn, Et, O, S), (N-991: 3,4-diBr-Bn, Et, 
O, S), (N-992: 3,4-diF-Bn, Et, O, S), (N-993: 4-Cl-Bz, Et, O, S), (N-994: 3,4- 

15 diCl-Bz, Et, O, S), (N-995: 4-Br-Bz, Et, O, S), (N-996: 3,4-diBr-Bz, Et, O, S), 
(N-997: 4-F-Bz, Et, O, S), (N-998: 3,4-diF-Bz, Et, O, S), (N-999: 4-N0 2 -Bn, Et, O, 
S), (N-1000: 4-CN-Bn, Et, O, S), (N-1001: Ph, COOMe, O, S), (N-1002: 4-F-Ph, 
COOMe, O, S), (N-1003: 4-Br-Ph, COOMe, O, S), (N-1004: 4-Me-Ph, COOMe, O, 
S), (N-1005: 4-Ph-Ph, COOMe, O, S), (N-1006: 4-OMe-Ph, COOMe, O, S), (N- 

20 1007: 4-tBu-Ph, COOMe, O, S), (N-1008: 4-COOMe-Ph, COOMe, O, S), (N-1009: 
4-Pen-Ph, COOMe, O, S), (N-1010: 4-N0 2 -Ph, COOMe, 0, S), (N-1011: 5-C1- 
thiophene-2-yl, COOMe, O, S), (N-1012: 3-Thienyl, COOMe, O, S), (N-1013: 
2-Py, COOMe, O, S), (N-1014: 3-Py, COOMe, O, S), (N-1015: 4-Py, COOMe, O, 
S), (N-1016: 3,4-diF-Ph, COOMe, O, S), (N-1017: 5-Br-thiophene-2-yl, COOMe, 

25 O, S), (N-1018: 4-CONH 2 -Ph, COOMe, O, S), (N-1019: 4-CON(Me)H-Ph, 
COOMe, O, S), (N-1020: 4-CON(Me) 2 -Ph, COOMe, O, S), (N-1021: 4- 
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iPrOC(=0)-Ph, COOMe, O, S), (N-1022: 4-nBuOC(=0)-Ph, COOMe, O, S), (N- 
1023: 6-Me-pyridine-3-yl, COOMe, O, S), (N-1024: Quinoline-3-yl, COOMe, 0, 
S), (N-1025: 4-NH 2 -Ph, COOMe, O, S), (N-1026: 4-N(Ac)H-Ph, COOMe, O, S), 
(N-1027: 4-OH-Ph, COOMe, O, S), (N-1028: 3,4-di(OH) 2 -Ph, COOMe, O, S), 
5 (N-1029: 3,4-di(NH 2 )-Ph, COOMe, O, S), (N-1030: 3:4-[N(Ac)H] 2 -Ph, COOMe, O, 
S), (N-1031: 4-SH-Ph, COOMe, O, S), (N-1032: 4-SMe-Ph, COOMe, O, S), (N- 
1033: 3,4-diBr-Ph, COOMe, O, S), (N-1034: 4-N(Me)H-Ph, COOMe, O, S), (N- 
1035: 4-N(Me) 2 -Ph, COOMe, O, S), (N-1036: 4-N(Me) 3 + -Ph, COOMe, O, S), (N- 
1037: 4-Et-Ph, COOMe, O, S), (N-1038: 4-iPr-Ph, COOMe, O, S), (N-1039: 4- 

10 nPr-Ph, COOMe, O, S), (N-1040: 4-nBu-Ph^ COOMe, O, S), (N-1041: 4-iBu-Ph, 
COOMe, O, S), (N-1042: 3,4-diMe-Ph, COOMe, O, S), (N-1043: 1,3- 
Benzodioxole-5-yl, COOMe, O, S), (N-1044: N-Me-pyridinium-4-yl, COOMe, O, 
S), (N-1045: N-Me-pyridinium-3-yl, COOMe, O, S), (N-1046: 5-Me-Pyridine-2- 
yl, COOMe, O, S), (N-1047: 2-Pyrazinyl, COOMe, O, S), (N-1048: 3-Pyrrolyl, 

15 COOMe, O, S), (N-1049: l-Me-pyrrole-3-yl, COOMe, O, S), (N-1050: Pyridine 
N-oxide-4-yl, COOMe, O, S), (N-1051: Pyridine N-oxide-3-yl, COOMe, O, S), 
(N-1052: 6-OH-pyridine-3-yl, COOMe, O, S), (N-1053: 6-SH-pyridine-3-yl, 
COOMe, O, S), (N-1054: l-Ac-pyrrole-3-yl, COOMe, O, S), (N-1055: 4-CF 3 -Ph, 
COOMe, O, S), (N-1056: 4-CN-Ph, COOMe, O, S), (N-1057: 4-CHO-Ph, COOMe, 

20 O, S), (N-1058: 3-Cl-Ph, COOMe, O, S), (N-1059: 3-Br-Ph, COOMe, O, S), (N- 
1060: 3-F-Ph, COOMe, O, S), (N-1061: 3-I-Ph, COOMe, O, S), (N-1062: 4-I-Ph, 
COOMe, O, S), (N-1063: 4-OCF3-Ph, COOMe, O, S), (N-1064: 3,4-diI-Ph, 
COOMe, O, S), (N-1065: Indole-6-yl, COOMe, O, S), (N-1066: l-Ac-indole-6-yl, 
COOMe, O, S), (N-1067: l-Me-indole-6-yl, COOMe, O, S), (N-1068: 4-(l- 

25 Imidazolyl)-Ph, COOMe, O, S), (N-1069: 4-Morphorino-Ph, COOMe, O, S), (N- 
1070: 4-(l-Piperazinyl)-Ph, COOMe, O, S), (N-1071: 2:5-diMe-thiophene-3-yl, 
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COOMe, O, S), (N-1072: 2-Furyl, COOMe, O, S), (N-1073: 5-Me-furan-2-yl, 
COOMe, O, S), (N-1074: 5-Me-furan-2-yl, COOMe, O, S), (N-1075: 2-Thiazolyl, 
COOMe, O, S), (N-1076: l:4-Benzodioxin-6-yl, COOMe, O, S), (N-1077: 
Benzo[b]furan-2-yl, COOMe, O, S), (N-1078: 4-NH 2 CH2-Ph, COOMe, O, S), 
5 (N-1079: 4-N(Me)HCH 2 -Ph, COOMe, O, S), (N-1080: 4-N(Me) 2 CH 2 -Ph, COOMe, 
O, S), (N-1081: 6-Cl-pyridine-3-yl, COOMe, O, S), (N-1082: 5,6-diCl-pyridine- 

3- yl, COOMe, O, S), (N-1083: 5-Cl-pyridine-2-yl, COOMe, O, S), (N-1084: 4:5- 
diCl-pyridine-2-yl, COOMe, O, S), (N-1085: 4-ClCH 2 -Bn, COOMe, O, S), (N- 
1086: Bn, COOMe, O, S), (N-1087: 4-Cl-Bn, COOMe, O, S), (N-1088: 4-Br-Bn, 

10 COOMe, O, S), (N-1089: 4-F-Bn, COOMe, O, S), (N-1090: 3,4-diCl-Bn, COOMe, 
O, S), (N-1091: 3,4-diBr-Bn, COOMe, O, S), (N-1092: 3,4-diF-Bn, COOMe, O, S), 

« 

(N-1093: 4-Cl-Bz, COOMe, O, S), (N-1094: 3,4-diCl-Bz, COOMe, O, S), (N-1095: 

4- Br-Bz, COOMe, O, S), (N-1096: 3,4-diBr-Bz, COOMe, O, S), (N-1097: 4-F-Bz, 
COOMe, O, S), (N-1098: 3,4-diF-Bz, COOMe, O, S), (N-1099: 4-N0 2 -Bn, COOMe, 

15 O, S), (N-1100: 4-CN-Bn, COOMe, O, S), (N-1101: H, Ph, O, S), (N-1102: H, 4- 
F-Ph, O, S), (N-1103: H, 4-Br-Ph, O, S), (N-1104: H, 4-Me-Ph, O, S), (N-1105: H, 
4-Ph-Ph, O, S), (N-1106: H, 4-OMe-Ph, O, S), (N-1107: H, 4-tBu-Ph, O, S), (N- 
1108: H, 4-COOMe-Ph, O, S), (N-1109: H, 4-Pen-Ph, O, S), (N-1110: H, 4-N0 2 - 
Ph, O, S), (N-llll: H, 5-Cl-thiophene-2-yl, O, S), (N-1112: H, 3-Thienyl, O, S), 

20 (N-1113: H, 2-Py, O, S), (N-1114: H, 3-Py, O, S), (N-1115: H, 4-Py, O, S), (N- 
1116: H, 3,4-diF-Ph, O, S), (N-1117: H, 5-Br-thiophene-2-yl, O, S), (N-1118: H, 
4-CONH 2 -Ph, O, S), (N-1119: H, 4-CON(Me)H-Ph, O, S), (N-1120: H, 4- 
CON(Me) 2 -Ph, O, S), (N-1121: H, 4-iPrOC(=0)-Ph, O, S), (N-1122: H, 4- 
nBuOC(=0)-Ph, O, S), (N-1123: H, 6-Me-pyridine-3-yl, O, S), (N-1124: H, 

25 Quinoline-3-yl, O, S), (N-1125: H, 4-NH 2 -Ph, O, S), (N-1126: H, 4-N(Ac)H-Ph, O, 
S), (N-1127: H, 4-OH-Ph, O, S), (N-1128: H, 3,4-di(OH) 2 -Ph, O, S), (N-1129: H, 
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3,4-di(NH 2 )-Ph, 0, S), (N-1130: H, 3:4-[N(Ac)H] 2 -Ph, O, S), (N-1131: H, 4-SH- 
Ph, O, S), (N-1132: H, 4-SMe-Ph, O, S), (N-1133: H, 3,4-diBr-Ph, O, S), (N-1134: 
H, 4-N(Me)H-Ph, O, S), (N-1135: H, 4-N(Me) 2 -Ph, O, S), (N-1136: H, 4- 
N(Me) 3 + -Ph, O, S), (N-1137: H, 4-Et-Ph, O, S), (N-1138: H, 4-iPr-Ph, O, S), 
5 (N-1139: H, 4-nPr-Ph, O, S), (N-1140: H, 4-nBu-Ph, O, S), (N-1141: H, 4-iBu- 
Ph, O, S), (N-1142: H, 3,4-diMe-Ph, O, S), (N-143: H, l,3-Benzodioxole-5-yl, O, 
S), (N-1144: H, N-Me-pyridinium-4-yl, 0, S), (N-1145: H, N-Me-pyridinium-3- 
yl, O, S), (N-1146: H, 5-Me-Pyridine-2-yl, O, S), (N-1147: H, 2-Pyrazinyl, O, S), 
(N-1148: H, 3-Pyrrolyl, O, S), (N-1149: H, l-Me-pyrrole-3-yl, O, S), (N-1150: H, 

10 Pyridine N-oxide-4-yl, O, S), (N-1151: H, Pyridine N-oxide-3-yl, O, S), (N-1152: 
H, 6-OH-pyridine-3-yl, O, S), (N-1153: H, 6-SH-pyridine-3-yl, O, S), (N-1154: H, 
l-Ac-pyrrole-3-yl, O, S), (N-1155: H, 4-CF3-Ph, O, S), (N-1156: H, 4-CN-Ph, O, 
S), (N-1157: H, 4-CHO-Ph, O, S), (N-1158: H, 3-Cl-Ph, O, S), (N-1159: H, 3- 
Br-Ph, O, S), (N-1160: H, 3-F-Ph, O, S), (N-1161: H, 3-I-Ph, O, S), (N-1162: H, 

15 4-I-Ph, O, S), (N-1163: H, 4.0CF 3 -Ph, O, S), (N-1164: H ( 3,4-diI-Ph, O, S), (N- 
1165: H, Indole-6-yl, O, S), (N-1166: H, l-Ac-indole-6-yl, O, S), (N-1167: H, 1- 
Me-indole-6-yl, O, S), (N-1168: H, 4-(l-Imidazolyl)-Ph, O, S), (N-1169: H, 4- 
Morphorino-Ph, O, S), (N-1170: H, 4-(l-Piperazinyl)-Ph, O, S), (N-1171: H, 
2:5-diMe-thiophene-3-yl, O, S), (N-1172: H, 2-Furyl, O, S), (N-1173: H, 5-Me- 

20 furan-2-yl, O, S), (N-1174: H, 5-Me-furan-2-yl, O, S), (N-1175: H, 2-Thiazolyl, 
O, S), (N-1176: H, l:4-Benzodioxin-6-yl, O, S), (N-1177: H, Benzo[b]furan-2-yl, 
O, S), (N-1178: H, 4-NH 2 CH 2 -Ph, O, S), (N-1179: H, 4-N(Me)HCH 2 -Ph, O, S), 
(N-1180: H, 4-N(Me) 2 CH 2 -Ph, O, S), (N-1181: H, 6-Cl-pyridine-3-yl, O, S), (N- 
1182: H, 5,6-diCl-pyridine-3-yl, O, S), (N-1183: H, 5-Cl-pyridine-2-yl, O, S), 

25 (N-1184: H, 4:5-diCl-pyridine-2-yl, O, S), (N-1185: H, 4-ClCH 2 -Bn, O, S), (N- 
1186: H, Bn, O, S), (N-1187: H, 4-Cl-Bn, O, S), (N-1188: H, 4-Br-Bn, O, S), 
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(N-1189: H, 4-F-Bn, 0, S), (N-1190: H, 3,4-diCl-Bn, O, S), (N-1191: H, 3,4- 
diBr-Bn, O, S), (N-1192: H, 3,4-diF-Bn, O, S), (N-1193: H, 4-Cl-Bz, O, S), (N- 
1194: H, 3,4-diCl-Bz, O, S), (N-1195: H, 4-Br-Bz, O, S), (N-1196: H, 3,4-diBr- 
Bz, O, S), (N-1197: H, 4-F-Bz, O, S), (N-1198: H, 3,4-diF-Bz, O, S), (N-1199: H, 
5 4-N02-Bn, O; S), (N-1200: H, 4-CN-Bn, O, S), (N-1201: Me, Ph, O, S), (N-1202: 
Me, 4-F-Ph, O, S), (N-1203: Me, 4-Br-Ph, O, S), (N-1204: Me, 4-Me-Ph, O, S), 
(N-1205: Me, 4-Ph-Ph, O, S), (N-1206: Me, 4-OMe-Ph, O, S), (N-1207: Me, 4- 
tBu-Ph, O, S), (N-1208: Me, 4-COOMe-Ph, O, S), (N-1209: Me, 4-Pen-Ph, O, S), 
(N-1210: Me, 4-N0 2 -Ph, O, S), (N-1211: Me, 5-Cl-thiophene-2-yl, O, S), (N- 

10 1212: Me, 3-Thienyl, O, S), (N-1213: Me, 2-Py, O, S), (N-1214: Me, 3-Py, O, S), 
(N-1215: Me, 4-Py, O, S), (N-1216: Me, 3,4-diF-Ph, O, S), (N-1217: Me, 5-Br- 
thiophene-2-yl, O, S), (N-1218: Me, 4-CONH 2 -Ph, O, S), (N-1219: Me, 4- 
CON(Me)H-Ph, O, S), (N-1220: Me, 4-CON(Me) 2 -Ph, O, S), (N-1221: Me, 4- 
iPrOC(=0)-Ph, O, S), (N-1222: Me, 4-nBuOC(=0)-Ph, O, S), (N-1223: Me, 6- 

15 Me-pyridine-3-yl, O, S), (N-1224: Me, Quinoline-3-yl, O, S), (N-1225: Me, 4- 
NH 2 -Ph, O, S), (N-1226: Me, 4-N(Ac)H-Ph, O, S), (N-1227: Me, 4-OH-Ph, O, S), 
(N-1228: Me, 3,4-di(OH) 2 -Ph, O, S), (N-1229: Me, 3,4-di(NH 2 )-Ph, O, S), (N- 
1230: Me, 3:4-[N(Ac)H] 2 -Ph, O, S), (N-1231: Me, 4-SH-Ph, O, S), (N-1232: Me, 
4-SMe-Ph, O, S), (N-1233: Me, 3,4-diBr-Ph, O, S), (N-1234: Me, 4-N(Me)H-Ph, 

20 O, S), (N-1235: Me, 4^J(Me) 2 -Ph, O, S), (N-1236: Me, 4-N(Me)s + -Ph, O, S), (N- 
1237: Me, 4-Et-Ph, O, S), (N-1238: Me, 4-iPr-Ph, O, S), (N-1239: Me, 4-nPr-Ph, 
O, S), (N-1240: Me, 4-nBu-Ph, O, S), (N-1241: Me, 4-iBu-Ph, O, S), (N-1242: Me, 
3,4-diMe-Ph, O, S), (N-1243: Me, l,3-Benzodioxole-5-yl, O, S), (N-1244: Me, 
N-Me-pyridinium-4-yl, O, S), (N-1245: Me, N-Me-pyridinium-3-yl, O, S), (N- 

25 1246: Me, 5-Me-Pyridine-2-yl, O, S), (N-1247: Me, 2-Pyrazinyl, O, S), (N-1248: 
Me, 3-Pyrrolyl, O, S), (N-1249: Me, l-Me-pyrrole-3-yl, O, S), (N-1250: Me, 
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Pyridine N-oxide-4-yl, O, S), (N-1251: Me, Pyridine N-oxide-3-yl, O, S), (N- 
1252: Me, 6-OH-pyridine-3-yl, O, S), (N-1253: Me, 6-SH-pyridine-3-yl, O, S), 
(N-1254: Me, l-Ac-pyrrole-3-yl, O, S), (N-1255: Me, 4-CF 3 -Ph, O, S), (N-1256: 
Me, 4-CN-Ph, O, S), (N-1257: Me, 4-CHO-Ph, O, S), (N-1258: Me, 3-Cl-Ph, O, S), 
5 (N-1259: Me, 3-Br-Ph, O, S), (N-1260: Me, 3-F-Ph, O, S), (N-1261: Me, 3-I-Ph, O, 
S), (N-1262: Me, 4-I-Ph, O, S), (N-1263: Me, 4-OCFa-Ph, O, S), (N-1264: Me, 
3,4-diI-Ph, O, S), (N-1265: Me, Indole-6-yl, O, S), (N-1266: Me, l-Ac-indole-6- 
yl, O, S), (N-1267: Me, l-Me-indole-6-yl, O, S), (N-1268: Me, 4-(l-Imidazolyl)- 
Ph, O, S), (N-1269: Me, 4-Morphorino-Ph, O, S), (N-1270: Me, 4-(l- 

10 Piperazinyl)-Ph, O, S), (N-1271: Me, 2:5-diMe-thiophene-3-yl, O, S), (N-1272: 
Me, 2-Furyl, O, S), (N-1273: Me, 5-Me-furan-2-yl, O, S), (N-1274: Me, 5-Me- 
furan-2-yl, O, S), (N-1275: Me, 2-Thiazolyl, O, S), (N-1276: Me, 1:4- 
Benzodioxin-6-yl, O, S), (N-1277: Me, Benzo[b]furan-2-yl, O, S), (N-1278: Me, 
4-NH 2 CH 2 -Ph, O, S), (N-1279: Me, 4-N(Me)HCH 2 -Ph, O, S), (N-1280: Me, 4- 

15 N(Me) 2 CH2-Ph, O, S), (N-1281: Me, 6-Cl-pyridine-3-yl, O, S), (N-1282: Me, 
5,6-diCl-pyridine-3-yl, O, S), (N-1283: Me, 5-Cl-pyridine-2-yl, O, S), (N-1284: 
Me, 4:5-diCl-pyridine-2-yl, O, S), (N-1285: Me, 4-ClCH 2 -Bn, O, S), (N-1286: Me, 
Bn, O, S), (N-1287: Me, 4-Cl-Bn, O, S), (N-1288: Me, 4-Br-Bn, O, S), (N-1289: 
Me, 4-F-Bn, O, S), (N-1290: Me, 3,4-diCl-Bn, O, S), (N-1291: Me, 3,4-diBr-Bn, O, 

20 S), (N-1292: Me, 3,4-diF-Bn, O, S), (N-1293: Me, 4-Cl-Bz, O, S), (N-1294: Me, 
3,4-diCl-Bz, O, S), (N-1295: Me, 4-Br-Bz, O, S), (N-1296: Me, 3,4-diBr-Bz, O, S), 
(N-1297: Me, 4-F-Bz, O, S), (N-1298: Me, 3,4-diF-Bz, O, S), (N-1299: Me, 4- 
N0 2 -Bn, O, S), (N-1300: Me, 4-CN-Bn, O, S), (N-1301: Et, Ph, O, S), (N-1302: Et, 
4-F-Ph, O, S), (N-1303: Et, 4-Br-Ph, O, S), (N-1304: Et, 4-Me-Ph, O, S), (N- 

25 1305: Et, 4-Ph-Ph, O, S), (N-1306: Et, 4-OMe-Ph, O, S), (N-1307: Et, 4-tBu-Ph, 
O, S), (N-1308: Et, 4-COOMe-Ph, O, S), (N-1309: Et, 4-Pen-Ph, O, S), (N-1310: 
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Et, 4-N0 2 -Ph, O, S), (N-1311: Et, 5-Cl-thiophene-2-yl, O, S), (N-1312: Et, 3- 
Thienyl, O, S), (N-1313: Et, 2-Py, O, S), (N-1314: Et, 3-Py, O, S), (N-1315: Et, 
4-Py, O, S), (N-1316: Et, 3,4-diF-Ph, O, S), (N-1317: Et, 5-Br-thiophene-2-yl, O, 
S), (N-1318: Et, 4-CONH 2 -Ph, O, S), (N-1319: Et, 4-CON(Me)H-Ph, O, S), (N- 
5 1320: Et, 4-CON(Me) 2 -Ph, O, S), (N-1321: Et, 4-iPrOC(=0)-Ph, O, S), (N-1322: 
Et, 4-nBuOC(=0)-Ph, O, S), (N-1323: Et, 6-Me-pyridine-3-yl, O, S), (N-1324: Et, 
Quinoline-3-yl, O, S), (N-1325: Et, 4-NH 2 -Ph, O, S), (N-1326: Et, 4-N(Ac)H-Ph, 
O, S), (N-1327: Et, 4-OH-Ph, O, S), (N-1328: Et, 3,4-di(OH) 2 -Ph, O, S), (N-1329: 
Et, 3,4-di(NH 2 )-Ph, O, S), (N-1330: Et, 3:4-[N(Ac)H] 2 -Ph, O, S), (N-1331: Et, 

10 4-SH-Ph, O, S), (N-1332: Et, 4-SMe-Ph, O, S), (N-1333: Et, 3,4-diBr-Ph, 0, S), 
(N-1334: Et, 4-N(Me)H-Ph, O, S), (N-1335: Et, 4-N(Me) 2 -Ph, O, S), (N-1336: Et, 
4-N(Me) 3 + -Ph, O, S), (N-1337: Et, 4-Et-Ph, O, S), (N-1338: Et, 4-iPr-Ph, O, S), 
(N-1339: Et, 4-nPr-Ph, O, S), (N-1340: Et, 4-nBu-Ph, O, S), (N-1341: Et, 4- 
iBu-Ph, O, S), (N-1342: Et, 3,4-diMe-Ph, O, S), (N-1343: Et, 1,3-Benzodioxole- 

15 5-yl, O, S), (N-1344: Et, N-Me-pyridinium-4-yl, O, S), (N-1345: Et, N-Me- 
pyridinium-3-yl, O, S), (N-1346: Et, 5-Me-Pyridine-2-yl, O, S), (N-1347: Et, 2- 
Pyrazinyl, O, S), (N-1348: Et, 3-Pyrrolyl, O, S), (N-1349: Et, l-Me-pyrrole-3-yl, 
O, S), (N-1350: Et, Pyridine N-oxide-4-yl, O, S), (N-1351: Et, Pyridine N- 
oxide-3-yl, O, S), (N-1352: Et, 6-OH-pyridine-3-yl, O, S), (N-1353: Et, 6-SH- 

20 pyridine-3-yl, O, S), (N-1354: Et, l-Ac-pyrrole-3-yl, O, S), (N-1355: Et, 4-CF 3 - 
Ph, O, S), (N-1356: Et, 4-CN-Ph, O, S), (N-1357: Et, 4-CHO-Ph, O, S), (N-1358: 
Et, 3-Cl-Ph, O, S), (N-1359: Et, 3-Br-Ph, O, S), (N-1360: Et, 3-F-Ph, O, S), 
(N-1361: Et, 3-I-Ph, O, S), (N-1362: Et, 4-I-Ph, O, S), (N-1363: Et, 4-OCF 3 -Ph, 
O, S), (N-1364: Et, 3,4-diI-Ph, O, S), (N-1365: Et, Indole-6-yl, O, S), (N-1366: Et, 

25 l-Ac-indole-6-yl, O, S), (N-1367: Et, l-Me-indole-6-yl, O, S), (N-1368: Et, 4- 
(l-Imidazolyl)-Ph, O, S), (N-1369: Et, 4-Morphorino-Ph, O, S), (N-1370: Et, 4- 
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(l-Piperazinyl)-Ph, O, S), (N-1371: Et, 2:5-diMe-thiophene-3-yl, O, S), (N- 
1372: Et, 2-Furyl, O, S), (N-1373: Et, 5-Me-furan-2-yl, O, S), (N-1374: Et, 5- 
Me-furan-2-yl, O, S), (N-1375: Et, 2-Thiazolyl, O, S), (N-1376: Et, 1:4- 
Benzodioxin-6-yl, O, S), (N-1377: Et, Benzo[b]furan-2-yl, O, S), (N-1378: Et, 
5 4-NH2CH2-PI1, O, S), (N-1379: Et, 4-N(Me)HCH 2 -Ph, O, S), (N-1380: Et, 4- 
N(Me) 2 CH 2 -Ph, O, S), (N-1381: Et, 6-Cl-pyridine-3-yl, O, S), (N-1382: Et, 5,6- 
diCl-pyridine-3-yl, O, S), (N-1383: Et, 5-Cl-pyridine-2-yl, O, S), (N-1384: Et, 
4:5-diCl-pyridine-2-yl, O, S), (N-1385: Et, 4-ClCH 2 -Bn, O, S), (N-1386: Et, Bn, 
O, S), (N-1387: Et, 4-Cl-Bn, O, S), (N-1388: Et, 4-Br-Bn, O, S), (N-1389: Et, 

10 4-F-Bn, O, S), (N-1390: Et, 3,4-diCl-Bn, O, S), (N-1391: Et, 3,4-diBr-Bn, O, S), 
(N-1392: Et, 3,4-diF-Bn, O, S), (N-1393: Et, 4-Cl-Bz, O, S), (N-1394: Et, 3,4- 
diCl-Bz, O, S), (N-1395: Et, 4-Br-Bz, O, S), (N-1396: Et, 3,4-diBr-Bz, O, S), 
(N-1397: Et, 4-F-Bz, O, S), (N-1398: Et, 3,4-diF-Bz, O, S), (N-1399: Et, 4-NO2- 
Bn, O, S), (N-1400: Et, 4-CN-Bn, O, S), (N-1401: COOMe, Ph, O, S), (N-1402: 

15 COOMe, 4-F-Ph, O, S), (N-1403: COOMe, 4-Br-Ph, O, S), (N-1404: COOMe, 4- 
Me-Ph, O, S), (N-1405: COOMe, 4-Ph-Ph, O, S), (N-1406: COOMe, 4-OMe-Ph, O, 
S), (N-1407: COOMe, 4-tBu-Ph, O, S), (N-1408: COOMe, 4-COOMe-Ph, O, S), 
(N-1409: COOMe, 4-Pen-Ph, O, S), (N-1410: COOMe, 4-N0 2 -Ph, O, S), (N-1411: 
COOMe, 5-Cl-thiophene-2-yl, O, S), (N-1412: COOMe, 3-Thienyl, O, S), (N- 

20 1413: COOMe, 2-Py, O, S), (N-1414: COOMe, 3-Py, O, S), (N-1415: COOMe, 4- 
Py, O, S), (N-1416: COOMe, 3,4-diF-Ph, O, S), (N-1417: COOMe, 5-Br- 
thiophene-2-yl, O, S), (N-1418: COOMe, 4-CONH 2 -Ph, O, S), (N-1419: COOMe, 
4-CON(Me)H-Ph, O, S), (N-1420: COOMe, 4-CON(Me) 2 -Ph, O, S), (N-1421: 
COOMe, 4-iPrOC(=0)-Ph, O, S), (N-1422: COOMe, 4-nBuOC(=0)-Ph, O, S), 

25 (N-1423: COOMe, 6-Me-pyridine-3-yl, O, S), (N-1424: COOMe, Quinoline-3-yl, 
O, S), (N-1425: COOMe, 4-NH 2 -Ph, O, S), (N-1426: COOMe, 4-N(Ac)H-Ph, O, S), 
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(N-1427: COOMe, 4-OH-Ph, 0, S), (N-1428: COOMe, 3,4-di(OH) 2 -Ph, O, S), 
(N-1429: COOMe, 3,4-di(NH 2 )-Ph, O, S), (N-1430: COOMe, 3:4-[N(Ac)H] 2 -Ph, O, 
S), (N-1431: COOMe, 4-SH-Ph, 0, S), (N-1432: COOMe, 4-SMe-Ph, O, S), (N- 
1433: COOMe, 3,4-diBr-Ph, O, S), (N-1434: COOMe, 4-N(Me)H-Ph, O, S), (N- 
5 1435: COOMe, 4-N(Me) 2 -Ph, O, S), (N-1436: COOMe, 4-N(Me) 3 --Ph, O, S), (N- 
1437: COOMe, 4-Et-Ph, O, S), (N-1438: COOMe, 4-iPr-Ph, O, S), (N-1439: 
COOMe, 4-nPr-Ph, O, S), (N-1440: COOMe, 4-nBu-Ph, O, S), (N-1441: COOMe, 
4-iBu-Ph, O, S), (N-1442: COOMe, 3,4-diMe-Ph, O, S), (N-1443: COOMe, 1,3- 
Benzodioxole-5-yl, O, S), (N-1444: COOMe, N-Me-pyridinium-4-yl, O, S), (N- 
10 1445: COOMe, N-Me-pyridinium-3-yl, O, S), (N-1446: COOMe, 5-Me- 
Pyridine-2-yl, O, S), (N-1447: COOMe, 2-Pyrazinyl, O, S), (N-1448: COOMe, 

3- Pyrrolyl, O, S), (N-1449: COOMe, l-Me-pyrrole-3-yl, O, S), (N-1450: COOMe, 
Pyridine N-oxide-4-yl, O, S), (N-1451: COOMe, Pyridine N-oxide-3-yl, O, S), 
(N-1452: COOMe, 6-OH-pyridine-3-yl, O, S), (N-1453: COOMe, 6-SH- 

15 pyridine-3-yl, O, S), (N-1454: COOMe, l-Ac-pyrrole-3-yl, O, S), (N-1455: 
COOMe, 4-CF 3 -Ph, O, S), (N-1456: COOMe, 4-CN-Ph, O, S), (N-1457: COOMe, 

4- CHO-Ph, O, S), (N-1458: COOMe, 3-Cl-Ph, O, S), (N-1459: COOMe, 3-Br-Ph, 
O, S), (N-1460: COOMe, 3-F-Ph, O, S), (N-1461: COOMe, 3-I-Ph, O, S), (N-1462: 
COOMe, 4-I-Ph, O, S), (N-1463: COOMe, 4-OCF 3 -Ph, O, S), (N-1464: COOMe, 

20 3,4-diI-Ph, O, S), (N-1465: COOMe, Indole-6-yl, O, S), (N-1466: COOMe, 1- 
Ac-indole-6-yl, O, S), (N-1467: COOMe, l-Me-indole-6-yl, O, S), (N-1468: 
COOMe, 4-(l-Imidazolyl)-Ph, O, S), (N-1469: COOMe, 4-Morphorino-Ph, O, S), 
(N-1470: COOMe, 4-(l-Piperazinyl)-Ph, O, S), (N-1471: COOMe, 2:5-diMe- 
thiophene-3-yl, O, S), (N-1472: COOMe, 2-Furyl, O, S), (N-1473: COOMe, 5- 

25 Me-furan-2-yl, O, S), (N-1474: COOMe, 5-Me-furan-2-yl, O, S), (N-1475: 
COOMe, 2-Thiazolyl, O, S), (N-1476: COOMe, l:4-Benzodioxin-6-yl, O, S), (N- 
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1477: COOMe, Benzo[b]furan-2-yl, O, S), (N-1478: COOMe, 4-NH 2 CH 2 -Ph, O, 
S), (N-1479: COOMe, 4-N(Me)HCH 2 -Ph, O, S), (N-1480: COOMe, 4- 
N(Me) 2 CH 2 -Ph, O, S), (N-1481: COOMe, 6-Cl-pyridine-3-yl, O, S), (N-1482: 
COOMe, 5,6-diCl-pyridine-3-yl, O, S), (N-1483: COOMe, 5-Cl-pyridine-2-yl, O, 
5 S), (N-1484: COOMe, 4:5-diCl-pyridine-2-yl, O, S), (N-1485: COOMe, 4- 
C1CH 2 -Bn, O, S), (N-1486: COOMe, Bn, O, S), (N-1487: COOMe, 4-Cl-Bn, O, S), 
(N-1488: COOMe, 4-Br-Bn, O, S), (N-1489: COOMe, 4-F-Bn, O, S), (N-1490: 
COOMe, 3,4-diCl-Bn, 0, S), (N-1491: COOMe, 3,4-diBr-Bn, O, S), (N-1492: 
COOMe, 3,4-diF-Bn, O, S), (N-1493: COOMe, 4-Cl-Bz, O, S), (N-1494: COOMe, 

10 3,4-diCl-Bz, O, S), (N-1495: COOMe, 4-Br-Bz, O, S), (N-1496: COOMe, 3,4- 
diBr-Bz, O, S), (N-1497: COOMe, 4-F-Bz, O, S), (N-1498: COOMe, 3,4-diF-Bz, O, 
S), (N-1499: COOMe, 4-N0 2 -Bn, O, S), (N-1500: COOMe, 4-CN-Bn, O, S), (N- 
1501: Ph, Me, S, O), (N-1502: 4-F-Ph, Me, S, O), (N-1503: 4-Br-Ph, Me, S, O), 
(N-1504: 4-Me-Ph, Me, S, O), (N-1505: 4-Ph-Ph, Me, S, O), (N-1506: 4-OMe-Ph, 

15 Me, S, O), (N-1507: 4-tBu-Ph, Me, S, O), (N-1508: 4-COOMe-Ph, Me, S, O), 
(N-1509: 4-Pen-Ph, Me, S, O), (N-1510: 4-N0 2 -Ph, Me, S, O), (N-1511: 5-C1- 
thiophene-2-yl, Me, S, O), (N-1512: 3-Thienyl, Me, S, O), (N-1513: 2-Py, Me, S, 
O), (N-1514: 3-Py, Me, S, O), (N-1515: 4-Py, Me, S, O), (N-1516: 3,4-diF-Ph, Me, 
S, O), (N-1517: 5-Br-thiophene-2-yl, Me, S, O), (N-1518: 4-CONH 2 -Ph, Me, S, 

20 O), (N-1519: 4-CON(Me)H-Ph, Me, S, O), (N-1520: 4-CON(Me) 2 -Ph, Me, S, O), 
(N-1521: 4-iPrOC(=0)-Ph, Me, S, O), (N-1522: 4-nBuOC(=0)-Ph, Me, S, O), 
(N-1523: 6-Me-pyridine-3-yl, Me, S, O), (N-1524: Quinoline-3-yl, Me, S, O), 
(N-1525: 4-NH 2 -Ph, Me, S, O), (N-1526: 4-N(Ac)H-Ph, Me, S, O), (N-1527: 4- 
OH-Ph, Me, S, O), (N-1528: 3,4-di(OH) 2 -Ph, Me, S, O), (N-1529: 3,4-di(NH 2 )-Ph, 

25 Me, S, O), (N-1530: 3:4-[N(Ac)H] 2 -Ph, Me, S, O), (N-1531: 4-SH-Ph, Me, S, O), 
(N-1532: 4-SMe-Ph, Me, S, O), (N-1533: 3,4-diBr-Ph, Me, S, O), (N-1534: 4- 
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N(Me)H-Ph, Me, S, O), (N-1535: 4-N(Me) 2 -Ph, Me, S, O), (N-1536: 4-N(Me) 3 + - 
Ph, Me, S, O), (N-1537: 4-Et-Ph, Me, S, O), (N-1538: 4-iPr-Ph, Me, S, O), (N- 
1539: 4-nPr-Ph, Me, S, O), (N-1540: 4-nBu-Ph, Me, S, O), (N-1541: 4-iBu-Ph, 
Me, S, O), (N-1542: 3,4-diMe-Ph, Me, S, O), (N-1543: l,3-Benzodioxole-5-yl, Me, 
5 S, O), (N-1544: N-Me-pyridinium-4-yl, Me, S, O), (N-1545: N-Me-pyridinium- 
3-yl, Me, S, O), (N-1546: 5-Me-Pyridine-2-yl, Me, S, O), (N-1547: 2-Pyrazinyl, 
Me, S, O), (N-1548: 3-Pyrrolyl, Me, S, O), (N-1549: l-Me-pyrrole-3-yl, Me, S, O), 
(N-1550: Pyridine N-oxide-4-yl, Me, S, O), (N-1551: Pyridine N-oxide-3-yl, Me, 
S, O), (N-1552: 6-OH-pyridine-3-yl, Me, S, O), (N-1553: 6-SH-pyridine-3-yl, Me, 
10 S, O), (N-1554: l-Ac-pyrrole-3-yl, Me, S, O), (N-1555: 4-CF 3 -Ph, Me, S, O), 
(N-1556: 4-CN-Ph, Me, S, O), (N-1557: 4-CHO-Ph, Me, S, O), (N-1558: 3-Cl-Ph, 
Me, S, O), (N-1559: 3-Br-Ph, Me, S, O), (N-1560: 3-F-Ph, Me, S, O), (N-1561: 

3- I-Ph, Me, S, O), (N-1562: 4-I-Ph, Me, S, O), (N-1563: 4-OCF 3 -Ph, Me, S, O), 
(N-1564: 3,4-diI-Ph, Me, S, O), (N-1565: Indole-6-yl, Me, S, O), (N-1566: 1-Ac- 

15 indole-6-yl, Me, S, O), (N-1567: l-Me-indole-6-yl, Me, S, O), (N-1568: 4-(l- 
Imidazolyl)-Ph, Me, S, O), (N-1569: 4-Morphorino-Ph, Me, S, O), (N-1570: 4- 
(l-Piperazinyl)-Ph, Me, S, O), (N-1571: 2:5-diMe-thiophene-3-yl, Me, S, O), 
(N-1572: 2-Furyl, Me, S, O), (N-1573: 5-Me-furan-2-yl, Me, S, O), (N-1574: 5- 
Me-furan-2-yl, Me, S, O), (N-1575: 2-Thiazolyl, Me, S, O), (N-1576: 1:4- 

20 Benzodioxin-6-yl, Me, S, O), (N-1577: Benzo[b]furan-2-yl, Me, S, O), (N-1578: 

4- NH 2 CH 2 -Ph, Me, S, O), (N-1579: 4-N(Me)HCH 2 -Ph, Me, S, O), (N-1580: 4- 
N(Me) 2 CH 2 -Ph, Me, S, O), (N-1581: 6-Cl-pyridine-3-yl, Me, S, O), (N-1582: 
5,6-diCl-pyridine-3-yl, Me, S, O), (N-1583: 5-Cl-pyridine-2-yl, Me, S, O), (N- 
1584: 4:5-diCl-pyridine-2-yl, Me, S, O), (N-1585: 4-ClCH 2 -Bn, Me, S, O), (N- 

25 1586: Bn, Me, S, O), (N-1587: 4-Cl-Bn, Me, S, O), (N-1588: 4-Br-Bn, Me, S, O), 
(N-1589: 4-F-Bn, Me, S, O), (N-1590: 3,4-diCl-Bn, Me, S, O), (N-1591: 3,4- 
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diBr-Bn, Me, S, O), (N-1592: 3,4-diF-Bn, Me, S, O), (N-1593: 4-Cl-Bz, Me, S, O), 
(N-1594: 3,4-diCl-Bz, Me, S, O), (N-1595: 4-Br-Bz, Me, S, O), (N-1596: 3,4- 
diBr-Bz, Me, S, O), (N-1597: 4-F-Bz, Me, S, 0), (N-1598: 3,4-diF-Bz, Me, S, O), 
(N-1599: 4-N02-Bn, Me, S, O), (N-1600: 4-CN-Bn, Me, S, O), (N-1602: 4-F-Ph, 
5 Et, S, O), (N-1603: 4-Br-Ph, Et, S, O), (N-1604: 4-Me-Ph, Et, S, O), (N-1605: 
4-Ph-Ph, Et, S, O), (N-1606: 4-OMe-Ph, Et, S, O), (N-1607: 4-tBu-Ph, Et, S, O), 
(N-1608: 4-COOMe-Ph, Et, S, O), (N-1609: 4-Pen-Ph, Et, S, O), (N-1610: 4- 
N0 2 -Ph, Et, S, O), (N-1611: 5-Cl-thiophene-2-yl, Et, S, O), (N-1612: 3-Thienyl, 
Et, S, O), (N-1613: 2-Py, Et, S, O), (N-1614: 3-Py, Et, S, O), (N-1615: 4-Py, Et, 

10 S, O), (N-1616: 3,4-diF-Ph, Et, S, O), (N-1617: 5-Br-thiophene-2-yl, Et, S, O), 
(N-1618: 4-CONH 2 -Ph, Et, S, O), (N-1619: 4-C0N(Me)H-Ph, Et, S, O), (N-1620: 
4-CON(Me) 2 -Ph, Et, S, O), (N-1621: 4-iPrOC(=0)-Ph, Et, S, O), (N-1622: 4- 
nBuOC(=0)-Ph, Et, S, O), (N-1623: 6-Me-pyridine-3-yl, Et, S, O), (N-1624: 
Quinoline-3-yl, Et, S, O), (N-1625: 4-NH 2 -Ph, Et, S, O), (N-1626: 4-N(Ac)H-Ph, 

15 Et, S, O), (N-1627: 4-OH-Ph, Et, S, O), (N-1628: 3,4-di(OH) 2 -Ph, Et, S, O), (N- 
1629: 3,4-di(NH 2 )-Ph, Et, S, O), (N-1630: 3:4-[N(Ac)H] 2 -Ph, Et, S, O), (N-1631: 
4-SH-Ph, Et, S, O), (N-1632: 4-SMe-Ph, Et, S, O), (N-1633: 3,4-diBr-Ph, Et, S, 
O), (N-1634: 4-N(Me)H-Ph, Et, S, O), (N-1635: 4-N(Me) 2 -Ph, Et, S, O), (N-1636: 

4- N(Me) 3 + -Ph, Et, S, O), (N-1637: 4-Et-Ph, Et, S, O), (N-1638: 4-iPr-Ph, Et, S, 
20 O), (N-1639: 4-nPr-Ph, Et, S, O), (N-1640: 4-nBu-Ph, Et, S, O), (N-1641: 4- 

iBu-Ph, Et, S, O), (N-1642: 3,4-diMe-Ph, Et, S, O), (N-1643: 1,3-Benzodioxole- 

5- yl, Et, S, O), (N-1644: N-Me-pyridinium-4-yl, Et, S, O), (N-1645: N-Me- 
pyridinium-3-yl, Et, S, O), (N-1646: 5-Me-Pyridine-2-yl, Et, S, O), (N-1647: 2- 
Pyrazinyl.Et, S, O), (N-1648: 3-Pyrrolyl, Et, S, O), (N-1649: l-Me-pyrrole-3-yl, 

25 Et, S, O), (N-1650: Pyridine N-oxide-4-yl, Et, S, O), (N-1651: Pyridine N- 
oxide-3-yl, Et, S, O), (N-1652: 6-OH-pyridine-3-yl, Et, S, O), (N-1653: 6-SH- 
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pyridine-3-yl, Et, S, O), (N-1654: l-Ac-pyrrole-3-yl, Et, S, O), (N-1655: 4-CF 3 - 
Ph, Et, S, O), (N-1656: 4-CN-Ph, Et, S, O), (N-1657: 4-CHO-Ph, Et, S, O), (N- 
1658: 3-Cl-Ph, Et, S, O), (N-1659: 3-Br-Ph, Et, S, O), (N-1660: 3-F-Ph, Et, S, O), 
(N-1661: 3-I-Ph, Et, S, O), (N-1662: 4-I-Ph, Et, S, O), (N-1663: 4-OCF 3 -Ph, Et, 
5 S, O), (N-1664: 3,4-diI-Ph, Et, S, O), (N-1665: Indole-6-yl, Et, S, O), (N-1666: 
l-Ac-indole-6-yl, Et, S, O), (N-1667: l-Me-indole-6-yl, Et, S, O), (N-1668: 4- 
(l-Imidazolyl)-Ph, Et, S, O), (N-1669: 4-Morphorino-Ph, Et, S, O), (N-1670: 4- 
(l-Piperazinyl)-Ph, Et, S, O), (N-1671: 2:5-diMe-thiophene-3-yl, Et, S, O), (N- 
1672: 2-Furyl, Et, S, O), (N-1673: 5-Me-furan-2-yl, Et, S, O), (N-1674: 5-Me- 

10 furan-2-yl, Et, S, O), (N-1675: 2-Thiazolyl, Et, S, O), (N-1676: 1:4- 
Benzodioxin-6-yl, Et, S, O), (N-1677: Benzo[b]furan-2-yl, Et, S, O), (N-1678: 
4-NH 2 CH 2 -Ph, Et, S, O), (N-1679: 4-N(Me)HCH 2 -Ph, Et, S, O), (N-1680: 4- 
N(Me) 2 CH 2 -Ph, Et, S, O), (N-1681: 6-Cl-pyridine-3-yl, Et, S, O), (N-1682: 5,6- 
diCl-pyridine-3-yl, Et, S, O), (N-1683: 5-Cl-pyridine-2-yl, Et, S, O), (N-1684: 

15 4:5-diCl-pyridine-2-yl, Et, S, O), (N-1685: 4-ClCH 2 -Bn, Et, S, O), (N-1686: Bn, 
Et, S, O), (N-1687: 4-Cl-Bn, Et, S, O), (N-1688: 4-Br-Bn, Et, S, O), (N-1689: 
4-F-Bn, Et, S, O), (N-1690: 3,4-diCl-Bn, Et, S, O), (N-1691: 3,4-diBr-Bn, Et, S, 
O), (N-1692: 3,4-diF-Bn, Et, S, O), (N-1693: 4-Cl-Bz, Et, S, O), (N-1694: 3,4- 
diCl-Bz, Et, S, O), (N-1695: 4-Br-Bz, Et, S, O), (N-1696: 3,4-diBr-Bz, Et, S, O), 

20 (N-1697: 4-F-Bz, Et, S, O), (N-1698: 3,4-diF-Bz, Et, S, O), (N-1699: 4-N0 2 -Bn, 
Et, S, O), (N-1700: 4-CN-Bn, Et, S, O), (N-1701: Ph, COOMe, S, O), (N-1702: 

4- F-Ph, COOMe, S, O), (N-1703: 4-Br-Ph, COOMe, S, O), (N-1704: 4-Me-Ph, 
COOMe, S, O), (N-1705: 4-Ph-Ph, COOMe, S, O), (N-1706: 4-OMe-Ph, COOMe, 
S, O), (N-1707: 4-tBu-Ph, COOMe, S, O), (N-1708: 4-COOMe-Ph, COOMe, S, O), 

25 (N-1709: 4-Pen-Ph, COOMe, S, O), (N-1710: 4-N0 2 -Ph, COOMe, S, O), (N-1711: 

5- Cl-thiophene-2-yl, COOMe, S, O), (N-1712: 3-Thienyl, COOMe, S, O), (N- 



102 



WO 01/07423 



PCT/JP00/04909 



1713: 2-Py, COOMe, S, O), (N-1714: 3-Py, COOMe, S, O), (N-1715: 4-Py, 
COOMe, S, O), (N-1716: 3,4-diF-Ph, COOMe, S, O), (N-1717: 5-Br-thiophene- 
2-yl, COOMe, S, O), (N-1718: 4-CONHa-Ph, COOMe, S, O), (N-1719: 4- 
CON(Me)H-Ph, COOMe, S, O), (N-1720: 4-CON(Me) 2 -Ph, COOMe, S, O), (N- 
5 1721: 4-iPrOC(=0)-Ph, COOMe, S, O), (N-1722: 4-nBuOC(=0)-Ph, COOMe, S, 
O), (N-1723: 6-Me-pyridine-3-yl, COOMe, S, O), (N-1724: Quinoline-3-yl, 
COOMe, S, O), (N-1725: 4-NH 2 -Ph, COOMe, S, O), (N-1726: 4-N(Ac)H-Ph, 
COOMe, S, O), (N-1727: 4-OH-Ph, COOMe, S, O), (N-1728: 3,4-di(OH) 2 -Ph, 
COOMe, S, O), (N-1729: 3,4-di(NH 2 )-Ph, COOMe, S, O), (N-1730: 3:4- 
10 [N(Ac)H] 2 -Ph, COOMe, S, O), (N-1731: 4-SH-Ph, COOMe, S, O), (N-1732: 4- 
SMe-Ph, COOMe, S, O), (N-1733: 3,4-diBr-Ph, COOMe, S, O), (N-1734: 4- 
N(Me)H-Ph, COOMe, S, O), (N-1735: 4-N(Me) 2 -Ph, COOMe, S, O), (N-1736: 4- 
N(Me) 3 + -Ph, COOMe, S, O), (N-1737: 4-Et-Ph, COOMe, S, O), (N-1738: 4-iPr- 
Ph, COOMe, S, O), (N-1739: 4-nPr-Ph, COOMe, S, O), (N-1740: 4-nBu-Ph, 
15 COOMe, S, O), (N-1741: 4-iBu-Ph, COOMe, S, O), (N-1742: 3,4-diMe-Ph, 
COOMe, S, O), (N-1743: l,3-Benzodioxole-5-yl, COOMe, S, O), (N-1744: N- 
Me-pyridinium-4-yl, COOMe, S, O), (N-1745: N-Me-pyridinium-3-yl, COOMe, 
S, O), (N-1746: 5-Me-Pyridine-2-yl, COOMe, S, O), (N-1747: 2-Pyrazinyl, 
COOMe, S, O), (N-1748: 3-Pyrrolyl, COOMe, S, O), (N-1749: l-Me-pyrrole-3-yl, 
20 COOMe, S, O), (N-1750: Pyridine N-oxide-4-yl, COOMe, S, O), (N-1751: 
Pyridine N-oxide-3-yl, COOMe, S, O), (N-1752: 6-OH-pyridine-3-yl, COOMe, S, 
O), (N-1753: 6-SH-pyridine-3-yl, COOMe, S, O), (N-1754: l-Ac-pyrrole-3-yl, 
COOMe, S, O), (N-1755: 4-CF 3 -Ph, COOMe, S, O), (N-1756: 4-CN-Ph, COOMe, 
S, O), (N-1757: 4-CHO-Ph, COOMe, S, O), (N-1758: 3-Cl-Ph, COOMe, S, O), 
25 (N-1759: 3-Br-Ph, COOMe, S, O), (N-1760: 3-F-Ph, COOMe, S, O), (N-1761: 3- 
I-Ph, COOMe, S, O), (N-1762: 4-I-Ph, COOMe, S, O), (N-1763: 4-OCF 3 -Ph, 
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COOMe, S, O), (N-1764: 3,4-diI-Ph, COOMe, S, O), (N-1765: Indole-6-yl, 
COOMe, S, O), (N-1766: l-Ac-indole-6-yl, COOMe, S, O), (N-1767: 1-Me- 
indole-6-yl, COOMe, S, O), (N-1768: 4-(l-Imidazolyl)-Ph, COOMe, S, O), (N- 
1769: 4-Morphorino-Ph, COOMe, S, O), (N-1770: 4-(l-Piperazinyl)-Ph, COOMe, 
5 S, O), (N-1771: 2:5-diMe-thiophene-3-yl, COOMe, S, O), (N-1772: 2-Furyl, 
COOMe, S, O), (N-1773: 5-Me-furan-2-yl, COOMe, S, O), (N-1774: 5-Me- 
furan-2-yl, COOMe, S, O), (N-1775: 2-Thiazolyl, COOMe, S, O), (N-1776: 1:4- 
Benzodioxin-6-yl, COOMe, S, O), (N-1777: Benzo[b]furan-2-yl, COOMe, S, O), 
(N-1778: 4-NH 2 CH 2 -Ph, COOMe, S, O), (N-1779: 4-N(Me)HCH 2 -Ph, COOMe, S, 

10 O), (N-1780: 4-N(Me) 2 CH 2 -Ph, COOMe, S, O), (N-1781: 6-Cl-pyridine-3-yl, 
COOMe, S, O), (N-1782: 5,6-diCl-pyridine-3-yl, COOMe, S, O), (N-1783: 5-C1- 
pyridine-2-yl, COOMe, S, O), (N-1784: 4:5-diCl-pyridine-2-yl, COOMe, S, O), 
(N-1785: 4-ClCH 2 -Bn, COOMe, S, O), (N-1786: Bn, COOMe, S, O), (N-1787: 4- 
Cl-Bn, COOMe, S, O), (N-1788: 4-Br-Bn, COOMe, S, O), (N-1789: 4-F-Bn, 

15 COOMe, S, O), (N-1790: 3,4-diCl-Bn, COOMe, S, O), (N-1791: 3,4-diBr-Bn, 
COOMe, S, O), (N-1792: 3,4-diF-Bn, COOMe, S, O), (N-1793: 4-Cl-Bz, COOMe, 
S, O), (N-1794: 3,4-diCl-Bz, COOMe, S, O), (N-1795: 4-Br-Bz, COOMe, S, O), 
(N-1796: 3,4-diBr-Bz, COOMe, S, O), (N-1797: 4-F-Bz, COOMe, S, O), (N-1798: 
3,4-diF-Bz, COOMe, S, O), (N-1799: 4-N0 2 -Bn, COOMe, S, O), (N-1800: 4-CN- 

20 Bn, COOMe, S, O), (N-1801: H, Ph, S, O), (N-1802: H, 4-F-Ph, S, O), (N-1803: H, 
4-Br-Ph, S, O), (N-1804: H, 4-Me-Ph, S, O), (N-1805: H, 4-Ph-Ph, S, O), (N- 
1806: H, 4-OMe-Ph, S, O), (N-1807: H, 4-tBu-Ph, S, O), (N-1808: H, 4- 
COOMe-Ph, S, O), (N-1809: H, 4-Pen-Ph, S, O), (N-1810: H, 4-N0 2 -Ph, S, O), 
(N-1811: H, 5-Cl-thiophene-2-yl, S, O), (N-1812: H, 3-Thienyl, S, O), (N-1813: 

25 H, 2-Py, S, O), (N-1814: H, 3-Py, S, O), (N-1815: H, 4-Py, S, O), (N-1816: H, 
3,4-diF-Ph, S, O), (N-1817: H, 5-Br-thiopheiie-2-yl, S, O), (N-1818: H, 4- 
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C0NH 2 -Ph, S, 0), (N-1819: H, 4-CON(Me)H-Ph, S, O), (N-1820: H, 4- 
C0N(Me) 2 -Ph, S, O), (N-1821: H, 4-iPrOC(=0)-Ph, S, O), (N-1822: H, 4- 
nBuOC(=0)-Ph, S, O), (N-1823: H, 6-Me-pyridine-3-yl, S, O), (N-1824: H, 
Quinoline-3-yl, S, O), (N-1825: H, 4-NH 2 -Ph, S, O), (N-1826: H, 4-N(Ac)H-Ph, S, 
5 O), (N-1827: H, 4-OH-Ph, S, O), (N-1828: H, 3,4-di(OH) 2 -Ph, S, O), (N-1829: H, 
3,4-di(NH 2 )-Ph, S, O), (N-1830: H, 3:4-[N(Ac)H] 2 -Ph, S, O), (N-1831: H, 4-SH- 
Ph, S, O), (N-1832: H, 4-SMe-Ph, S, O), (N-1833: H, 3,4-diBr-Ph, S, O), (N-1834: 
H, 4-N(Me)H-Ph, S, O), (N-1835: H, 4-N(Me) 2 -Ph, S, O), (N-1836: H, 4- . 
N(Me) 3 + -Ph, S, O), (N-1837: H, 4-Et-Ph, S, O), (N-1838: H, 4-iPr-Ph, S, O), 
10 (N-1839: H, 4-nPr-Ph, S, O), (N-1840: H, 4-nBu-Ph, S, O), (N-1841: H, 4-iBu- 
Ph, S, O), (N-1842: H, 3,4-diMe-Ph, S, O), (N-1843: H, l,3-Benzodioxole-5-yl, S, 
O), (N-1844: H, N-Me-pyridinium-4-yl, S, O), (N-1845: H, N-Me-pyridinium- 

3- yl, S, O), (N-1846: H, 5-Me-Pyridine-2-yl, S, O), (N-1847: H, 2-Pyrazinyl, S, 
O), (N-1848: H, 3-Pyrrolyl, S, O), (N-1849: H, l-Me-pyrrole-3-yl, S, O), (N- 

15 1850: H, Pyridine N-oxide-4-yl, S, O), (N-1851: H, Pyridine N-oxide-3-yl, S, O), 
(N-1852: H, 6-OH-pyridine-3-yl, S, O), (N-1853: H, 6-SH-pyridine-3-yl, S, O), 
(N-1854: H, l-Ac-pyrrole-3-yl, S, O), (N-1855: H, 4-CF 3 -Ph, S, O), (N-1856: H, 

4- CN-Ph, S, O), (N-1857: H, 4-CHO-Ph, S, O), (N-1858: H, 3-Cl-Ph, S, O), (N- 
1859: H, 3-Br-Ph, S, O), (N-1860: H, 3-F-Ph, S, O), (N-1861: H, 3-I-Ph, S, O), 

20 (N-1862: H, 4-I-Ph, S, O), (N-1863: H, 4-OCF 3 -Ph, S, O), (N-1864: H, 3,4-diI-Ph, 
S, O), (N-1865: H, Indole-6-yl, S, O), (N-1866: H, l-Ac-indole-6-yl, S, O), (N- 
1867: H, l-Me-indole-6-yl, S, O), (N-1868: H, 4-(l-Imidazolyl)-Ph, S, O), (N- 
1869: H, 4-Morphorino-Ph, S, O), (N-1870: H, 4-(l-Piperazinyl)-Ph, S, O), (N- 
1871: H, 2:5-diMe-thiophene-3-yl, S, O), (N-1872: H, 2-Furyl, S, O), (N-1873: H, 

25 5-Me-furan-2-yl, S, O), (N-1874: H, 5-Me-furan-2-yl, S, O), (N-1875: H, 2- 
Thiazolyl, S, O), (N-1876: H, l:4-Benzodioxin-6-yl, S, O), (N-1877: H, 
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Benzo[b]furan-2-yl, S, O), (N-1878: H, 4-NH 2 CH 2 -Ph, S, O), (N-1879: H, 4- 
N(Me)HCH 2 -Ph, S, O), (N-1880: H, 4-N(Me) 2 CH 2 -Ph, S, O), (N-1881: H, 6-C1- 
pyridine-3-yl, S, O), (N-1882: H, 5,6-diCl-pyridine-3-yl, S, O), (N-1883: H, 5- 
Cl-pyridine-2-yl, S, O), (N-1884: H, 4:5-diCl-pyridine-2-yl, S, O), (N-1885: H, 
5 4-ClCH 2 -Bn, S, O), (N-1886: H, Bn, S, O), (N-1887: H, 4-Cl-Bn, S, O), (N-1888: 
H, 4-Br-Bn, S, O), (N-1889: H, 4-F-Bn, S, O), (N-1890: H, 3,4-diCl-Bn, S, O), 
(N-1891: H, 3,4-diBr-Bn, S, O), (N-1892: H, 3,4-diF-Bn, S, O), (N-1893: H, 4- 
Cl-Bz, S, O), (N-1894: H, 3,4-diCl-Bz, S, O), (N-1895: H, 4-Br-Bz, S, O), (N- 
1896: H, 3,4-diBr-Bz, S, O), (N-1897: H, 4-F-Bz, S, O), (N-1898: H, 3,4-diF-Bz, 

10 S, O), (N-1899: H, 4-N0 2 -Bn, S, O), (N-1900: H, 4-CN-Bn, S, O), (N-1901: Et, Ph, 
S, O), (N-1902: Et, 4-F-Ph, S, O), (N-1903: Et, 4-Br-Ph, S, O), (N-1904: Et, 4- 
Me-Ph, S, O), (N-1905: Et, 4-Ph-Ph, S, O), (N-1906: Et, 4-OMe-Ph, S, O), (N- 
1907: Et, 4-tBu-Ph, S, O), (N-1908: Et, 4-COOMe-Ph, S, O), (N-1909: Et, 4- 
Pen-Ph, S, O), (N-1910: Et, 4-N0 2 -Ph, S, O), (N-1911: Et, 5-Cl-thiophene-2-yl, 

15 S, O), (N-1912: Et, 3-Thienyl, S, O), (N-1913: Et, 2-Py, S, O), (N-1914: Et, 3-Py, 
S, O), (N-1915: Et, 4-Py, S, O), (N-1916: Et, 3,4-diF-Ph, S, O), (N-1917: Et, 5- 
Br-thiophene-2-yl, S, O), (N-1918: Et, 4-CONH 2 -Ph, S, O), (N-1919: Et, 4- 
CON(Me)H-Ph, S, O), (N-1920: Et, 4-CON(Me) 2 -Ph, S, O), (N-1921: Et, 4- 
iPrOC(=0)-Ph, S, O), (N-1922: Et, 4-nBuOC(=0)-Ph, S, O), (N-1923: Et, 6- 

20 Me-pyridine-3-yl, S, O), (N-1924: Et, Quinoline-3-yl, S, O), (N-1925: Et, 4- 
NH 2 -Ph, S, O), (N-1926: Et, 4-N(Ac)H-Ph, S, O), (N-1927: Et, 4-OH-Ph, S, O), 
(N-1928: Et, 3,4-di(OH) 2 -Ph, S, O), (N-1929: Et, 3,4-di(NH 2 )-Ph, S, O), (N-1930: 
Et, 3:4-[N(Ac)H] 2 -Ph, S, O), (N-1931:Et, 4-SH-Ph, S, O), (N-1932: Et, 4-SMe- 
Ph, S, O), (N-1933: Et, 3,4-diBr-Ph, S, O), (N-1934: Et, 4-N(Me)H-Ph, S, O), 

25 (N-1935: Et, 4-N(Me) 2 -Ph, S, O), (N-1936: Et, 4-N(Me) 3 + -Pli, S, O), (N-1937: Et, 
4-Et-Ph, S, O), (N-1938: Et, 4-iPr-Ph, S, O), (N-1939: Et, 4-nPr-Ph, S, O), (N- 
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1940: Et, 4-nBu-Ph, S, 0), (N-1941: Et, 4-iBu-Ph, S, 0), (N-1942: Et, 3,4- 
diMe-Ph, S, 0), (N-1943: Et, l,3-Benzodioxole-5-yl, S, 0), (N-1944: Et, N-Me- 
pyridinium-4-yl, S, 0), (N-1945: Et, N-Me-pyridinium-3-yl, S, 0), (N-1946: Et, 
5-Me.Pyridine.2-yl, S, 0), (N-1947: Et, 2-Pyrazinyl, S, 0), (N-1948: Et, 3- 

5 Pyrrolyl, S, 0), (N-1949: Et, l-Me-pyrrole-3-yl, S, 0), (N-1950: Et, Pyridine 
N-oxide-4-yl, S, 0), (N-1951: Et, Pyridine N-oxide-3-yl, S, 0), (N-1952: Et, 6- 
OH.pyridine-3-yl, S, 0), (N-1953: Et, 6-SH-pyridine-3-yl, S, 0), (N-1954: Et, 
l-Ac-pyrrole-3-yl, S, 0), (N-1955: Et, 4-CF 3 -Ph, S, 0), (N-1956: Et, 4-CN-Ph, S, 
0), (N-1957: Et, 4-CHO-Ph, S, 0), (N-1958: Et, 3-Cl-Ph, S, 0), (N-1959: Et, 3- 

10 Br-Ph, S, 0), (N-1960: Et, 3-F-Ph, S, 0), (N-1961: Et, 3-I-Ph, S, 0), (N-1962: Et, 
4-I-Ph, S, 0), (N-1963: Et, 4-0CF 3 .Ph, S, 0), (N-1964: Et, 3,4-diI-Ph, S, 0), 
(N-1965: Et, Indole-6-yl, S, 0), (N-1966: Et, l-Ac-indole-6-yl, S, 0), (N-1967: Et, 
l-Me-indole-6-yl, S, 0), (N-1968: Et, 4-(l-Imidazolyl)-Ph, S, 0), (N-1969: Et, 
4-Morphorino-Ph, S, 0), (N-1970: Et, 4-(l-Piperazinyl)-Ph, S, 0), (N-1971: Et, 

15 2:5-diMe-thiophene-3-yl, S, 0), (N-1972: Et, 2-Furyl, S, 0), (N-1973: Et, 5- 
Me-furan-2-yl, S, 0), (N-1974: Et, 5-Me-furan-2.yl, S, 0), (N-1975: Et, 2- 
Thiazolyl, S, 0), (N-1976: Et, l:4-Benzodioxm.6-yl, S, 0), (N-1977: Et, 
Benzo[b]furan-2-yl, S, 0), (N-1978: Et, 4-NH 2 CH 2 -Ph, S, 0), (N-1979: Et, 4- 
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3,4-diF-Bz, S, O), (N-1999: Et, 4-N0 2 -Bn, S, O), (N-2000: Et, 4-CN-Bn, S, O), 
(N-2001: COOMe, Ph, S, O), (N-2002: COOMe, 4-F-Ph, S, O), (N-2003: COOMe, 
4-Br-Ph, S, O), (N-2004: COOMe, 4-Me-Ph, S, O), (N-2005: COOMe, 4-Ph-Ph, S, 
O), (N-2006: COOMe, 4-OMe-Ph, S, O), (N-2007: COOMe, 4-tBu-Ph, S, O), (N- 
5 2008: COOMe, 4-COOMe-Ph, S, O), (N-2009: COOMe, 4-Pen-Ph, S, O), (N-2010: 
COOMe, 4-N0 2 -Ph, S, O), (N-2011: COOMe, 5-Cl-thiophene-2-yl, S, O), (N- 
2012: COOMe, 3-Thienyl, S, O), (N-2013: COOMe, 2-Py, S, O), (N-2014: COOMe, 

3- Py, S, O), (N-2015: COOMe, 4-Py, S, O), (N-2016: COOMe, 3,4-diF-Ph, S, O), 
(N-2017: COOMe, 5-Br-thiophene-2-yl, S, O), (N-2018: COOMe, 4-CONH 2 -Ph, 

10 S, O), (N-2019: COOMe, 4-CON(Me)H-Ph, S, O), (N-2020: COOMe, 4- 
CON(Me) 2 -Ph, S, O), (N-2021: COOMe, 4-iPrOC(=0)-Ph, S, O), (N-2022: 
COOMe, 4-nBuOC(=0)-Ph, S, O), (N-2023: COOMe, 6-Me-pyridine-3-yl, S, O), 
(N-2024: COOMe, Quinoline-3-yl, S, O), (N-2025: COOMe, 4-NH 2 -Ph, S, O), 
(N-2026: COOMe, 4-N(Ac)H-Ph, S, O), (N-2027: COOMe, 4-OH-Ph, S, O), (N- 

15 2028: COOMe, 3,4-di(OH) 2 -Ph, S, O), (N-2029: COOMe, 3,4-di(NH 2 )-Ph, S, O), 
(N-2030: COOMe, 3:4-[N(Ac)H] 2 -Ph, S, O), (N-2031: COOMe, 4-SH-Ph, S, O), 
(N-2032: COOMe, 4-SMe-Ph, S, O), (N-2033: COOMe, 3,4-diBr-Ph, S, O), (N- 
2034: COOMe, 4-N(Me)H-Ph, S, O), (N-2035: COOMe, 4-N(Me) 2 -Ph, S, O), (N- 
2036: COOMe, 4-N(Me) 3 + -Ph, S, O), (N-2037: COOMe, 4-Et-Ph, S, O), (N-2038: 

20 COOMe, 4-iPr-Ph, S, O), (N-2039: COOMe, 4-nPr-Ph, S, O), (N-2040: COOMe, 

4- nBu-Ph, S, O), (N-2041: COOMe, 4-iBu-Ph, S, O), (N-2042: COOMe, 3,4- 
diMe-Ph, S, O), (N-2043: COOMe, l,3-Benzodioxole-5-yl, S, O), (N-2044: 
COOMe, N-Me-pyridinium-4-yl, S, O), (N-2045: COOMe, N-Me-pyridinium-3- 
yl, S, O), (N-2046: COOMe, 5-Me-Pyridine-2-yl, S, O), (N-2047: COOMe, 2- 

25 Pyrazinyl, S, O), (N-2048: COOMe, 3-Pyrrolyl, S, O), (N-2049: COOMe, 1-Me- 
pyrrole-3-yl, S, O), (N-2050: COOMe, Pyridine N-oxide-4-yl, S, O), (N-2051: 
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COOMe, Pyridine N-oxide-3-yl, S, O), (N-2052: COOMe, 6-OH-pyridine-3-yl, S, 
O), (N-2053: COOMe, 6-SH-pyridine-3-yl, S, O), (N-2054: COOMe, 1-Ac- 
pyrrole-3-yl, S, 0), (N-2055: COOMe, 4-CFa-Ph, S, O), (N-2056: COOMe, 4- 
CN-Ph, S, O), (N-2057: COOMe, 4-CHO-Ph, S, O), (N-2058: COOMe, 3-Cl-Ph, S, 
5 O), (N-2059: COOMe, 3-Br-Ph, S, O), (N-2060: COOMe, 3-F-Ph, S, O), (N-2061: 
COOMe, 3-I-Ph, S, O), (N-2062: COOMe, 4-I-Ph, S, O), (N-2063: COOMe, 4- 
OCF 3 -Ph, S, O), (N-2064: COOMe, 3,4-diI-Ph, S, O), (N-2065: COOMe, Indole- 
6-yl, S, O), (N-2066: COOMe, l-Ac-indole-6-yl, S, O), (N-2067: COOMe, 1-Me- 
indole-6-yl, S, O), (N-2068: COOMe, 4-(l-Imidazolyl)-Ph, S, O), (N-2069: 

10 COOMe, 4-Morphorino-Ph, S, O), (N-2070: COOMe, 4-(l-Piperazinyl)-Ph, S, O), 
(N-2071: COOMe, 2:5-diMe-thiophene-3-yl, S, O), (N-2072: COOMe, 2-Furyl, S, 
O), (N-2073: COOMe, 5-Me-furan-2-yl, S, O), (N-2074: COOMe, 5-Me-furan-2- 
yl, S, O), (N-2075: COOMe, 2-Thiazolyl, S, O), (N-2076: COOMe, 1:4- 
Benzodioxin-6-yl, S, O), (N-2077: COOMe, Benzo[b]furan-2-yl, S, O), (N-2078: 

15 COOMe, 4-NH2CH2-PI1, S, O), (N-2079: COOMe, 4-N(Me)HCH 2 -Ph, S, O), (N- 
2080: COOMe, 4-N(Me) 2 CH 2 -Ph, S, O), (N-2081: COOMe, 6-Cl-pyridine-3-yl, S, 
O), (N-2082: COOMe, 5,6-diCl-pyridine-3-yl, S, O), (N-2083: COOMe, 5-C1- 
pyridine-2-yl, S, O), (N-2084: COOMe, 4:5-diCl-pyridine-2-yl, S, O), (N-2085: 
COOMe, 4-ClCH 2 -Bn, S, O), (N-2086: COOMe, Bn, S, O), (N-2087: COOMe, 4- 

20 Cl-Bn, S, O), (N-2088: COOMe, 4-Br-Bn, S, O), (N-2089: COOMe, 4-F-Bn, S, O), 
(N-2090: COOMe, 3,4-diCl-Bn, S, O), (N-2091: COOMe, 3,4-diBr-Bn, S, O), 
(N-2092: COOMe, 3,4-diF-Bn, S, O), (N-2093: COOMe, 4-Cl-Bz, S, O), (N-2094: 
COOMe, 3,4-diCl-Bz, S, O), (N-2095: COOMe, 4-Br-Bz, S, O), (N-2096: COOMe, 
3,4-diBr-Bz, S, O), (N-2097: COOMe, 4-F-Bz, S, O), (N-2098: COOMe, 3,4-diF- 

25 Bz, S, O), (N-2099: COOMe, 4-N0 2 -Bn, S, O), (N-2100: COOMe, 4-CN-Bn, S, O), 
(N-2101: Ph, Me, O, O), (N-2102: 4-F-Ph, Me, O, O), (N-2103: 4-Br-Ph, Me, O, 
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O), (N-2104: 4-Me-Ph, Me, O, O), (N-2105: 4-Ph-Ph, Me, O, O), (N-2106: 4- 
OMe-Ph, Me, O, O), (N-2107: 4-tBu-Ph, Me, O, O), (N-2108: 4-COOMe-Ph, Me, 
0, O), (N-2109: 4-Pen-Ph, Me, O, O), (N-2110: 4-NOa-Ph, Me, O, 0), (N-2111: 
5-Cl-thiophene-2-yl, Me, O, O), (N-2112: 3-Thienyl, Me, O, O), (N-2113: 2-Py, 
5 Me, O, O), (N-2114: 3-Py, Me, O, O), (N-2115: 4-Py, Me, O, O), (N-2116: 3,4- 
diF-Ph, Me, O, O), (N-2117: 5-Br-thiophene-2-yl, Me, O, O), (N-2118: 4- 
CONH 2 -Ph, Me, O, O), (N-2119: 4-CON(Me)H-Ph, Me, O, O), (N-2120: 4- 
CON(Me) 2 -Ph, Me, O, O), (N-2121: 4-iPrOC(=0)-Ph, Me, O, O), (N-2122: 4- 
nBuOC(=0)-Ph, Me, O, O), (N-2123: 6-Me-pyridine-3-yl, Me, O, O), (N-2124: 

10 Quinoline-3-yl, Me, O, O), (N-2125: 4-NH 2 -Ph, Me, O, O), (N-2126: 4-N(Ac)H- 
Ph, Me, O, O), (N-2127: 4-OH-Ph, Me, O, O), (N-2128: 3,4-di(OH) 2 -Ph, Me, O, O), 
(N-2129: 3,4-di(NH 2 )-Ph, Me, O, O), (N-2130: 3:4-[N(Ac)H] 2 -Ph, Me, O, O), 
(N-2131: 4-SH-Ph, Me, O, O), (N-2132: 4-SMe-Ph, Me, O, O), (N-2133: 3,4- 
diBr-Ph, Me, O, O), (N-2134: 4-N(Me)H-Ph, Me, O, O), (N-2135: 4-N(Me) 2 -Ph, 

15 Me, O, O), (N-2136: 4-N<Me) 3 + -Ph, Me, O, O), (N-2137: 4-Et-Ph, Me, O, O), 
(N-2138: 4-iPr-Ph, Me, O, O), (N-2139: 4-nPr-Ph, Me, O, O), (N-2140: 4-nBu-Ph, 
Me, O, O), (N-2141: 4-iBu-Ph, Me, O, O), (N-2142: 3,4-diMe-Ph, Me, O, O), 
(N-2143: l,3-Benzodioxole-5-yl, Me, O, O), (N-2144: N-Me-pyridinium-4-yl, Me, 
O, O), (N-2145: N-Me-pyridinium-3-yl, Me, O, O), (N-2146: 5-Me-Pyridine-2-yl, 

20 Me, O, O), (N-2147: 2-Pyrazinyl, Me, O, O), (N-2148: 3-Pyrrolyl, Me, O, O), 
(N-2149: l-Me-pyrrole-3-yl, Me, O, O), (N-2150: Pyridine N-oxide-4-yl, Me, O, 
O), (N-2151: Pyridine N-oxide-3-yl, Me, O, O), (N-2152: 6-OH-pyridine-3-yl, Me, 
O, O), (N-2153: 6-SH-pyridine-3-yl, Me, O, O), (N-2154: l-Ac-pyrrole-3-yl, Me, 
O, O), (N-2155: 4-CF 3 -Ph, Me, O, O), (N-2156: 4-CN-Ph, Me, O, O), (N-2157:. 

25 4-CHO-Ph, Me, O, O), (N-2158: 3-Cl-Ph, Me, O, O), (N-2159: 3-Br-Ph, Me, O, O), 
(N-2160: 3-F-Ph, Me, O, O), (N-2161: 3-I-Ph, Me, O, O), (N-2162: 4-I-Ph, Me, O, 
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0), (N-2163: 4-OCF 3 -Ph, Me, O, O), (N-2164: 3,4-diI-Ph, Me, O, O), (N-2165: 
Indole-6-yl, Me, O, O), (N-2166: l-Ac-indole-6-yl, Me, O, O), (N-2167: 1-Me- 
indole-6-yl, Me, O, O), (N-2168: 4-(l-Imidazolyl)-Pli, Me, O, O), (N-2169: 4- 
Morphorino-Ph, Me, O, O), (N-2170: 4-(l-Piperazinyl)-Ph, Me, O, O), (N-2171: 
5 2:5-diMe-thiophene-3-yl, Me, O, O), (N-2172: 2-Furyl, Me, O, O), (N-2173: 5- 
Me-furan-2-yl, Me, O, O), (N-2174: 5-Me-furan-2-yl, Me, O, O), (N-2175: 2- 
Thiazolyl, Me, O, O), (N-2176: l:4-Benzodioxin-6-yl, Me, O, O), (N-2177: 
Benzo[b]furan-2-yl, Me, O, O), (N-2178: 4-NH 2 CH 2 -Ph, Me, O, O), (N-2179: 4- 
N(Me)HCH 2 -Ph, Me, O, O), (N-2180: 4-N(Me) 2 CH 2 -Ph, Me, O, O), (N-2181: 6- 

10 Cl-pyridine-3-yl, Me, O, O), (N-2182: 5,6-diCl-pyridine-3-yl, Me, 0, O), (N- 
2183: 5-Cl-pyridine-2-yl, Me, O, O), (N-2184: 4:5-diCl-pyridine-2-yl, Me, O, O), 
(N-2185: 4-ClCH 2 -Bn, Me, O, O), (N-2186: Bn, Me, O, O), (N-2187: 4-Cl-Bn, Me, 
O, O), (N-2188: 4-Br-Bn, Me, O, O), (N-2189: 4-F-Bn, Me, O, O), (N-2190: 3,4- 
diCl-Bn, Me, O, O), (N-2191: 3,4-diBr-Bn, Me, O, O), (N-2192: 3,4-diF-Bn, Me, 

15 O, O), (N-2193: 4-Cl-Bz, Me, O, O), (N-2194: 3,4-diCl-Bz, Me, O, O), (N-2195: 
4-Br-Bz, Me, O, O), (N-2196: 3,4-diBr-Bz, Me, O, O), (N-2197: 4-F-Bz, Me, O, O), 
(N-2198: 3,4-diF-Bz, Me, O, O), (N-2199: 4-N0 2 -Bn, Me, O, O), (N-2200: 4- 
CN-Bn, Me, O, O), (N-2201: Ph, Et, O, O), (N-2202: 4-F-Ph, Et, O, O), (N-2203: 
4-Br-Ph, Et, O, O), (N-2204: 4-Me-Ph, Et, O, O), (N-2205: 4-Ph-Ph, Et, O, O), 

20 (N-2206: 4-OMe-Ph, Et, O, O), (N-2207: 4-tBu-Ph, Et, O, O), (N-2208: 4- 
COOMe-Ph, Et, O, O), (N-2209: 4-Pen-Ph, Et, O, O), (N-2210: 4-N0 2 -Ph, Et, O, 
O), (N-2211: 5-Cl-thiophene-2-yl, Et, O, O), (N-2212: 3-Thienyl, Et, O, O), (N- 
2213: 2-Py, Et, O, O), (N-2214: 3-Py, Et, O, O), (N-2215: 4-Py, Et, O, O), (N- 
2216: 3,4-diF-Ph, Et, O, O), (N-2217: 5-Br-thiophene-2-yl, Et, O, O), (N-2218: 

25 4-CONH 2 -Ph, Et, O, O), (N-2219: 4-CON(Me)H-Ph, Et, O, O), (N-2220: 4- 
CON(Me) 2 -Ph, Et, O, O), (N-2221: 4-iPrOC(=0)-Ph, Et, O, O), (N-2222: 4- 
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nBuOC(=0)-Ph, Et, O, O), (N-2223: 6-Me-pyridine-3-yl, Et, O, O), (N-2224: 
Quinoline-3-yl, Et, O, O), (N-2225: 4-NH 2 -Ph, Et, O, O), (N-2226: 4-N(Ac)H-Ph, 
Et, O, O), (N-2227: 4-OH-Ph, Et, O, O), (N-2228: 3,4-di(OH) 2 -Ph, Et, O, O), 
(N-2229: 3,4-di(NH 2 )-Ph, Et, O, O), (N-2230: 3:4-[N(Ac)H] 2 -Ph, Et, O, O), (N- 
5 2231: 4-SH-Ph, Et, O, O), (N-2232: 4-SMe-Ph, Et, O, O), (N-2233: 3,4-diBr-Ph, 
Et, O, O), (N-2234: 4-N(Me)H-Ph, Et, O, O), (N-2235: 4-N(Me) 2 -Ph, Et, O, O), 
(N-2236: 4-N(Me) 3 + -Ph, Et, O, O), (N-2237: 4-Et-Ph, Et, O, O), (N-2238: 4-iPr- 
Ph, Et, O, O), (N-2239: 4-nPr-Ph, Et, O, O), (N-2240: 4-nBu-Ph, Et, O, O), (N- 
2241: 4-iBu-Ph, Et, O, O), (N-2242: 3,4-diMe-Ph, Et, O, O), (N-2243: 1,3- 

10 Benzodioxole-5-yl, Et, O, O), (N-2244: N-Me-pyridinium-4-yl, Et, O, O), (N- 
2245: N-Me-pyridinium-3-yl, Et, O, O), (N-2246: 5-Me-Pyridine-2-yl, Et, O, O), 
(N-2247: 2-Pyrazinyl, Et, O, O), (N-2248: 3-Pyrrolyl, Et, O, O), (N-2249: 1- 
Me-pyrrole-3-yl, Et, O, O), (N-2250: Pyridine N-oxide-4-yl, Et, O, O), (N-2251: 
Pyridine N-oxide-3-yl, Et, O, O), (N-2252: 6-OH-pyridine-3-yl, Et, O, O), (N- 

15 2253: 6-SH-pyridine-3-yl, Et, O, O), (N-2254: l-Ac-pyrrole-3-yl, Et, O, O), (N- 
2255: 4-CFs-Ph, Et, O, O), (N-2256: 4-CN-Ph, Et, O, O), (N-2257: 4-CHO-Ph, Et, 
O, O), (N-2258: 3-Cl-Ph, Et, O, O), (N-2259: 3-Br-Ph, Et, O, O), (N-2260: 3-F- 
Ph, Et, O, O), (N-2261: 3-I-Ph, Et, O, O), (N-2262: 4-I-Ph, Et, O, O), (N-2263: 
4-OCF 3 -Ph, Et, O, O), (N-2264: 3,4-diI-Ph, Et, O, O), (N-2265: Indole-6-yl, Et, O, 

20 O), (N-2266: l-Ac-indole-6-yl, Et, O, O), (N-2267: l-Me-indole-6-yl, Et, O, O), 
(N-2268: 4-(l-Imidazolyl)-Pli, Et, O, O), (N-2269: 4-Morphorino-Ph, Et, O, O), 
(N-2270: 4-(l-Piperazinyl)-Ph, Et, O, O), (N-2271: 2:5-diMe-thiophene-3-yl, Et, 
O, O), (N-2272: 2-Furyl, Et, O, O), (N-2273: 5-Me-furan-2-yl, Et, O, O), (N- 
2274: 5-Me-furan-2-yl, Et, O, O), (N-2275: 2-Thiazolyl, Et, O, O), (N-2276: 

25 l:4-Benzodioxin-6-yl, Et, O, O), (N-2277: Benzo[b]furan-2-yl, Et, O, O), (N- 
2278: 4-NH 2 CH 2 -Ph, Et, O, O), (N-2279: 4-N(Me)HCH 2 -Ph, Et, O, O), (N-2280: 
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4-N(Me) 2 CH 2 -Ph, Et, O, O), (N-2281: 6-Cl-pyridine-3-yl, Et, O, O), (N-2282: 
5,6-diCl-pyridine-3-yl, Et, O, O), (N-2283: 5-Cl-pyridine-2-yl, Et, O, O), (N- 
2284: 4:5-diCl-pyridine-2-yl, Et, O, 0), (N-2285: 4-ClCH 2 -Bn, Et, O, O), (N- 
2286: Bn, Et, O, O), (N-2287: 4-Cl-Bn, Et, O, O), (N-2288: 4-Br-Bn, Et, O, O), 
5 (N-2289: 4-F-Bn, Et, O, O), (N-2290: 3,4-diCl-Bn, Et, O, O), (N-2291: 3,4- 
diBr-Bn, Et, O, O), (N-2292: 3,4-diF-Bn, Et, O, O), (N-2293: 4-Cl-Bz, Et, O, O), 
(N-2294: 3,4-diCl-Bz, Et, O, O), (N-2295: 4-Br-Bz, Et, O, O), (N-2296: 3,4- 
diBr-Bz, Et, O, O), (N-2297: 4-F-Bz, Et, O, O), (N-2298: 3,4-diF-Bz, Et, O, O), 
(N-2299: 4-N0 2 -Bn, Et, O, O), (N-2300: 4-CN-Bn, Et, O, O), (N-2301: Ph, 

10 COOMe, O, O), (N-2302: 4-F-Ph, COOMe, O, O), (N-2303: 4-Br-Ph, COOMe, O, 
O), (N-2304: 4-Me-Ph, COOMe, O, O), (N-2305: 4-Ph-Ph, COOMe, O, O), (N- 
2306: 4-OMe-Ph, COOMe, O, O), (N-2307: 4-tBu-Ph, COOMe, O, O), (N-2308: 
4-COOMe-Ph, COOMe, O, O), (N-2309: 4-Pen-Ph, COOMe, O, O), (N-2310: 4- 
NOs-Ph, COOMe, O, O), (N-2311: 5-Cl-thiophene-2-yl, COOMe, O, O), (N-2312: 

15 3-Thienyl, COOMe, O, O), (N-2313: 2-Py, COOMe, O; O), (N-2314: 3-Py, 
COOMe, O, O), (N-2315: 4-Py, COOMe, O, O), (N-2316: 3,4-diF-Ph, COOMe, O, 
O), (N-2317: 5-Br-thiophene-2-yl, COOMe, O, O), (N-2318: 4-CONH 2 -Ph, 
COOMe, O, O), (N-2319: 4-CON(Me)H-Ph, COOMe, O, O), (N-2320: 4- 
CON(Me) 2 -Ph, COOMe, O, O), (N-2321: 4-iPr0C(=O)-Ph, COOMe, O, O), (N- 

20 2322: 4-nBuOC(=0)-Ph, COOMe, O, O), (N-2323: 6-Me-pyridine-3-yl, COOMe, 
O, O), (N-2324: Quinoline-3-yl, COOMe, O, O), (N-2325: 4-NH 2 -Ph, COOMe, O, 
O), (N-2326: 4-N(Ac)H-Ph, COOMe, O, O), (N-2327: 4-OH-Ph, COOMe, O, O), 
(N-2328: 3,4-di(OH) 2 -Ph, COOMe, O, O), (N-2329: 3,4-di(NH 2 )-Ph, COOMe, O, 
O), (N-2330: 3:4-[N(Ac)H] 2 -Ph, COOMe, O, O), (N-2331: 4-SH-Ph, COOMe, O, 

25 O), (N-2332: 4-SMe-Ph, COOMe, O, O), (N-2333: 3,4-diBr-Ph, COOMe, O, O), 
(N-2334: 4-N(Me)H-Ph, COOMe, O, O), (N-2335: 4-N(Me) 2 -Ph, COOMe, O, O), 
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(N-2336: 4-N(Me) 3 --Ph, COOMe, O, O), (N-2337: 4-Et-Ph, COOMe, O, O), (N- 
2338: 4-iPr-Ph, COOMe, O, O), (N-2339: 4-nPr-Ph, COOMe, O, O), (N-2340: 4- 
nBu-Ph, COOMe, O, O), (N-2341: 4-iBu-Ph, COOMe, O, O), (N-2342: 3,4- 
diMe-Ph, COOMe, O, O), (N-2343: l,3-Benzodioxole-5-yl, COOMe, O, O), (N- 
5 2344: N-Me-pyridinium-4-yl, COOMe, O, O), (N-2345: N-Me-pyridinium-3-yl, 
COOMe, O, O), (N-2346: 5-Me-Pyridine-2-y], COOMe, O, O), (N-2347: 2- 
Pyrazinyl, COOMe, O, O), (N-2348: 3-Pyrrolyl, COOMe, O, O), (N-2349: 1- 
Me-pyrrole-3-yl, COOMe, O, O), (N-2350: Pyridine N-oxide-4-yl, COOMe, O, O), 
(N-2351: Pyridine N-oxide-3-yl, COOMe, O, O), (N-2352: 6-OH-pyridine-3-yl, 

10 COOMe, O, O), (N-2353: 6-SH-pyridine-3-yl, COOMe, O, O), (N-2354: 1-Ac- 
pyrrole-3-yl, COOMe, O, O), (N-2355: 4-CFa-Ph, COOMe, O, O), (N-2356: 4- 
CN-Ph, COOMe, O, O), (N-2357: 4-CHO-Ph, COOMe, O, O), (N-2358: 3-Cl-Ph, 
COOMe, O, O), (N-2359: 3-Br-Ph, COOMe, O, O), (N-2360: 3-F-Ph, COOMe, O, 
O), (N-2361: 3-I-Ph, COOMe, O, O), (N-2362: 4-I-Ph, COOMe, O, O), (N-2363: 

15 4-OCF 3 -Ph, COOMe, O, O), (N-2364: 3,4-diI-Ph, COOMe, O, O), (N-2365: 
Indole-6-yl, COOMe, O, O), (N-2366: l-Ac-indole-6-yl, COOMe, O, O), (N-2367: 
l-Me-indole-6-yl, COOMe, O, O), (N-2368: 4-(l-Imidazolyl)-Ph, COOMe, O, O), 
(N-2369: 4-Morphorino-Ph, COOMe, O, O), (N-2370: 4-(l-Piperazinyl)-Ph, 
COOMe, 0, O), (N-2371: 2:5-diMe-thiophene-3-yl, COOMe, O, O), (N-2372: 2- 

20 Furyl, COOMe, O, O), (N-2373: 5-Me-furan-2-yl, COOMe, O, O), (N-2374: 5- 
Me-furan-2-yl, COOMe, O, O), (N-2375: 2-Thiazolyl, COOMe, O, O), (N-2376: 
l:4-Benzodioxin-6-yl, COOMe, O, O), (N-2377: Benzo[b]furan-2-yl, COOMe, O, 
O), (N-2378: 4-.NH 2 CH 2 -Ph, COOMe, O, O), (N-2379: 4-N(Me)HCH 2 -Ph, COOMe, 
O, O), (N-2380: 4-N(Me) 2 CH 2 -Ph, COOMe, O, O), (N-2381: 6-Cl-pyridine-3-yl, 

25 COOMe, O, O), (N-2382: 5,6-diCl-pyridine-3-yl, COOMe, O, O), (N-2383: 5-C1- 
pyridine-2-yl, COOMe, O, O), (N-2384: 4:5-diCl-pyridine-2-yl, COOMe, O, O), 
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(N-2385: 4-ClCH 2 -Bn, COOMe, O, O), (N-2386: Bn, COOMe, O, O), (N-2387: 
4-Cl-Bn, COOMe, O, O), (N-2388: 4-Br-Bn, COOMe, O, O), (N-2389: 4-F-Bn, 
COOMe, O, O), (N-2390: 3,4-diCl-Bn, COOMe, O, O), (N-2391: 3,4-diBr-Bn, 
COOMe, O, O), (N-2392: 3,4-diF-Bn, COOMe, O, O), (N-2393: 4-Cl-Bz, COOMe, 
O, O), (N-2394: 3,4-diCl-Bz, COOMe, O, O), (N-2395: 4-Br-Bz, COOMe, O, 0), 
(N-2396: 3,4-diBr-Bz, COOMe, O, O), (N-2397: 4-F-Bz, COOMe, O, O), (N-2398: 
3,4-diF-Bz, COOMe, O, O), (N-2399: 4-N0 2 -Bn, COOMe, O, O), (N-2400: 4- 
CN-Bn, COOMe, O, O), (N-2401: H, Ph, O, O), (N-2402: H, 4-F-Ph, O, O), (N- 
2403: H, 4-Br-Ph, O, O), (N-2404: H, 4-Me-Ph, O, O), (N-2405: H, 4-Ph-Ph, O, O), 
(N-2406: H, 4-OMe-Ph, O, O), (N-2407: H, 4-tBu-Ph, O, O), (N-2408: H, 4- 
COOMe-Ph, O, O), (N-2409: H, 4-Pen-Ph, O, O), (N-2410: H, 4-N0 2 -Ph, O, O), 
(N-2411: H, 5-Cl-thiophene-2-yl, O, O), (N-2412: H, 3-Thienyl, O, O), (N-2413: 
H, 2-Py, O, O), (N-2414: H, 3-Py, O, O), (N-2415: H, 4-Py, O, O), (N-2416: H, 
3,4-diF-Ph, O, O), (N-2417: H, 5-Br-thiophene-2.yl, O, O), (N-2418: H, 4- 
CONH 2 -Ph, O, O), (N-2419: H, 4-CON(Me)H-Ph, O, O), (N-2420: H, 4- 
CON(Me) 2 -Ph, O, O), (N-2421: H, 4-iPrOC(=0)-Ph, O, O), (N-2422: H, 4- 
nBuOC(=0)-Ph, O, O), (N-2423: H, 6-Me-pyridine-3-yl, O, O), (N-2424: H, 
Quinoline-3-yl, O, O), (N-2425: H, 4-NH 2 -Ph, O, O), (N-2426: H, 4-N(Ac)H-Ph, 
O, O), (N-2427: H, 4-OH-Ph, O, O), (N-2428: H, 3,4-di(OH) 2 -Ph, O, O), (N-2429: 
H, 3,4-di(NH 2 )-Ph, O, O), (N-2430: H, 3:4-[N(Ac)H] 2 -Ph, O, O), (N-2431: H, 4- 
SH-Ph, O, O), (N-2432: H, 4-SMe-Ph, O, O), (N-2433: H, 3,4-diBr-Ph, O, O), 
(N-2434: H, 4-N(Me)H-Ph, O, O), (N-2435: H, 4-N(Me) 2 -Ph, O, O), (N-2436: H, 
4-N(Me) 3 + -Ph, O, O), (N-2437: H, 4-Et-Ph, O, O), (N-2438: H, 4-iPr-Ph, O, O), 
(N-2439: H, 4-nPr-Ph, O, O), (N-2440: H, 4-nBu-Ph, O, O), (N-2441: H, 4-iBu- 
Ph, O, O), (N-2442: H, 3,4-diMe-Ph, O, O), (N-2443: H, l,3-Benzodioxole-5-yl, O, 
O), (N-2444: H, N-Me-pyridinium-4-yl, O, O), (N-2445: H, N-Me-pyridinium- 
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3- yl, 0, 0), (N-2446: H, 5-Me-Pyridine-2-yl, 0, O), (N-2447: H, 2-Pyrazinyl, O, 
O), (N-2448: H, 3-Pyrrolyl, O, O), (N-2449: H, l-Me-pyrrole-3-yl, O, O), (N- 
2450: H, Pyridine N-oxide-4-yl, O, O), (N-2451: H, Pyridine N-oxide-3-yl, O, O), 
(N-2452: H, 6-OH-pyridine-3-yl, O, O), (N-2453: H, 6-SH-pyridine-3-yl, O, O), 

5 (N-2454: H, l-Ac-pyrrole-3-yl, O, O), (N-2455: H, 4-CFs-Ph, O, O), (N-2456: H, 

4- CN-Ph, O, O), (N-2457: H, 4-CHO-Ph, O, O), (N-2458: H, 3-Cl-Ph, O, O), (N- 
2459: H, 3-Br-Ph, O, O), (N-2460: H, 3-F-Ph, O, O), (N-2461: H, 3-I-Ph, O, O), 
(N-2462: H, 4-I-Ph, O, O), (N-2463: H, 4-OCF 3 -Ph, O, O), (N-2464: H, 3,4-diI- 
Ph, O, O), (N-2465: H, Indole-6-yl, O, O), (N-2466: H, l-Ac-indole-6-yl, O, O), 

10 (N-2467: H, l-Me-indole-6-yl, O, O), (N-2468: H, 4-(l-Imidazolyl)-Ph, O, O), 
(N-2469: H, 4-Morphorino-Ph, O, O), (N-2470: H, 4-(l-Piperazinyl)-Ph, O, O), 
(N-2471: H, 2:5-diMe-thiophene-3-yl, 0, O), (N-2472: H, 2-Furyl, O, O), (N- 
2473: H, 5-Me-furan-2-yl, O, O), (N-2474: H, 5-Me-furan-2-yl, O, O), (N-2475: H, 
2-Thiazolyl, O, O), (N-2476: H, l^-Benzodioxin-G-yl, O, O), (N-2477: H, 

15 Benzo[b]furan-2-yl, O, O), (N-2478: H, 4-NH 2 CH 2 -Ph, O, O), (N-2479: H, 4- 
N(Me)HCH 2 -Ph, O, O), (N-2480: H, 4-N(Me) 2 CH 2 -Ph, O, O), (N-2481: H, 6-C1- 
pyridine-3-yl, O, O), (N-2482: H, 5,6-diCl-pyridine-3-yl, O, O), (N-2483: H, 5- 
Cl-pyridine-2-yl, O, O), (N-2484: H, 4:5-diCl-pyridine-2.yl, 0 ( O), (N-2485: H, 
4-ClCH 2 -Bn, O, O), (N-2486: H, Bn, O, O), (N-2487: H, 4-Cl-Bn, O, O), (N-2488: 

20 H, 4-Br-Bn, O, O), (N-2489: H, 4-F-Bn, O, O), (N-2490: H, 3,4-diCl-Bn, O, O), 
(N-2491: H, 3,4-diBr-Bn, O, O), (N-2492: H, 3,4-diF-Bn, O, O), (N-2493: H, 4- 
Cl-Bz, O, O), (N-2494: H, 3,4-diCl-Bz, O, O), (N-2495: H, 4-Br-Bz, O, O), (N- 
2496: H, 3,4-diBr-Bz, O, O), (N-2497: H, 4-F-Bz, O, O), (N-2498: H, 3,4-diF-Bz, 
O, O), (N-2499: H, 4-N0 2 -Bn, O, O), (N-2500: H, 4-CN-Bn, O, O), (N-2501: Me, 

25 Ph, O, O), (N-2502: Me, 4-F-Ph, O, O), (N-2503: Me, 4-Br-Ph, O, O), (N-2504: 
Me, 4-Me-Ph, O, O), (N-2505: Me, 4-Ph-Ph, O, O), (N-2506: Me, 4-OMe-Ph, O, 
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O), (N-2507: Me, 4-tBu-Ph, O, O), (N-2508: Me, 4-COOMe-Ph, O, O), (N-2509: 
Me, 4-Pen-Ph, O, O), (N-2510: Me, 4-N0 2 -Ph, O, O), (N-2511: Me, 5-C1- 
thiophene-2-yl, O, O), (N-2512: Me, 3-Thienyl, O, O), (N-2513: Me, 2-Py, O, O), 
(N-2514: Me, 3-Py, O, O), (N-2515: Me, 4-Py, 0, O), (N-2516: Me, 3,4-diF-Ph, O, 
5 O), (N-2517: Me, 5-Br-thiophene-2-yl, O, O), (N-2518: Me, 4-CONH 2 -Ph, O, O), 
(N-2519: Me, 4-CON(Me)H-Ph, O, O), (N-2520: Me, 4-CON(Me) 2 -Ph, O, O), 
(N-2521: Me, 4-iPrOC(=0)-Ph, O, O), (N-2522: Me, 4-nBuOC(=0)-Ph, O, O), 
(N-2523: Me, 6-Me-pyridine-3-yl, 0, O), (N-2524: Me, Quinoline-3-yl, O, O), 
(N-2525: Me, 4-NH 2 -Ph, O, O), (N-2526: Me, 4-N(Ac)H-Ph, O, O), (N-2527: Me, 

10 4-OH-Ph, O, O), (N-2528: Me, 3,4-di(OH) 2 -Ph, O, O), (N-2529: Me, 3,4- 
di(NH 2 )-Ph, O, O), (N-2530: Me, 3:4-[N(Ac)H] 2 -Ph, O, O), (N-2531: Me, 4-SH- 
Ph, O, O), (N-2532: Me, 4-SMe-Ph, O, O), (N-2533: Me, 3,4-diBr-Ph, O, O), 
(N-2534: Me, 4-N(Me)H-Ph, O, O), (N-2535: Me, 4-N(Me) 2 -Ph, O, O), (N-2536: 
Me, 4-N(Me) 3 + -Ph, O, O), (N-2537: Me, 4-Et-Ph, O, O), (N-2538: Me, 4-iPr-Ph, O, 

15 O), (N-2539: Me, 4-nPr-Ph, O, O), (N-2540: Me, 4-nBu-Ph, O, O), (N-2541: Me, 
4-iBu-Ph, O, O), (N-2542: Me, 3,4-diMe-Ph, O, O), (N-2543: Me, 1,3- 
Benzodioxole-5-yl, O, O), (N-2544: Me, N-Me-pyridinium-4-yl, O, O), (N-2545: 
Me, N-Me-pyridinium-3-yl, O, O), (N-2546: Me, 5-Me-Pyridine-2-yl, O, O), 
(N-2547: Me, 2-Pyrazinyl, O, O), (N-2548: Me, 3-Pyrrolyl, O, O), (N-2549: Me, 

20 l-Me-pyrrole-3-yl, O, O), (N-2550: Me, Pyridine N-oxide-4-yl, O, O), (N-2551: 
Me, Pyridine N-oxide-3-yl, O, O), (N-2552: Me, 6-OH-pyridine-3-yl, O, O), (N- 
2553: Me, 6-SH-pyridine-3-yl, O, O), (N-2554: Me, l-Ac-pyrrole-3-yl, O, O), 
(N-2555: Me, 4-CF 3 -Ph, O, O), (N-2556: Me, 4-CN-Ph, O, O), (N-2557: Me, 4- 
CHO-Ph, O, O), (N-2558: Me, 3-Cl-Ph, O, O), (N-2559: Me, 3-Br-Ph, O, O), (N- 

25 2560: Me, 3-F-Ph, O, O), (N-2561: Me, 3-I-Ph, O, O), (N-2562: Me, 4-I-Ph, O, O), 
(N-2563: Me, 4-OCF 3 -Ph, O, O), (N-2564: Me, 3,4-diI-Ph, O, O), (N-2565: Me, 
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Indole-6-yl, O, O), (N-2566: Me, l-Ac-indole-6-yl, O, O), (N-2567: Me, 1-Me- 
indole-6-yl, O, O), (N-2568: Me, 4-(l-Imidazolyl)-Ph, O, O), (N-2569: Me, 4- 
Morphorino-Ph, O, 0), (N-2570: Me, 4-(l-Piperazinyl)-Ph, O, O), (N-2571: Me, 
2:5-diMe-thiophene-3-yl, O, O), (N-2572: Me, 2-Furyl, O, O), (N-2573: Me, 5- 
Me-furan-2-yl, O, O), (N-2574: Me, 5-Me-furan-2-yl, O, O), (N-2575: Me, 2- 
Thiazolyl, O, O), (N-2576: Me, l:4-Benzodioxin-6-yl, O, O), (N-2577: Me, 
Benzo[b]furan-2-yl, O, O), (N-2578: Me, 4.NH 2 CH2-Ph ( O, O), (N-2579: Me, 4- 
N(Me)HCH 2 -Ph, O, O), (N-2580: Me, 4-N(Me) 2 CH 2 -Ph, O, O), (N-2581: Me, 6- 
Cl-pyridine-3-yl, O, O), (N-2582: Me, 5,6-diCl-pyridine-3-yl, O, O), (N-2583: Me, 
5-Cl-pyridine-2-yl, O, O), (N-2584: Me, 4:5-diCl-pyridine-2-yl, O, O), (N-2585: 
Me, 4-ClCH 2 -Bn, O, O), (N-2586: Me, Bn, O, O), (N-2587: Me, 4-Cl-Bn, O, O), 
(N-2588: Me, 4-Br-Bn, O, O), (N-2589: Me, 4-F-Bn, O, O), (N-2590: Me, 3,4- 
diCl-Bn, O, O), (N-2591: Me, 3,4-diBr-Bn, O, O), (N-2592: Me, 3,4-diF-Bn, O, O), 
(N-2593: Me, 4-Cl-Bz, O, O), (N-2594: Me, 3,4-diCl-Bz, O, O), (N-2595: Me, 4- 
Br-Bz, O, O), (N-2596: Me, 3,4-diBr-Bz, O, O), (N-2597: Me, 4-F-Bz, O, O), 
(N-2598: Me, 3,4-diF-Bz, O, O), (N-2599: Me, 4-N0 2 -Bn, O, O), (N-2600: Me, 
4-CN-Bn, O, O), (N-2601: Et, Ph, O, O), (N-2602: Et, 4-F-Ph, O, O), (N-2603: Et, 
4-Br-Ph, O, O), (N-2604: Et, 4-Me-Ph, O, O), (N-2605: Et, 4-Ph-Ph, O, O), (N- 
2606: Et, 4-OMe-Ph, O, O), (N-2607: Et, 4-tBu-Ph, O, O), (N-2608: Et, 4- 
COOMe-Ph, O, O), (N-2609: Et, 4-Pen-Ph, O, O), (N-2610: Et, 4-N0 2 -Ph, O, O), 
(N-2611: Et, 5-Cl-thiophene-2-yl, O, O), (N-2612: Et, 3-Thienyl, O, O), (N-2613: 
Et, 2-Py, O, O), (N-2614: Et, 3-Py, O, O), (N-2615: Et, 4-Py, O, O), (N-2616: Et, 
3,4-diF-Ph, O, O), (N-2617: Et, 5-Br-thiophene-2-yl, O, O), (N-2618: Et, 4- 
CONH 2 -Ph, O, 0), (N-2619: Et, 4-C0N(Me)H-Ph, O, O), (N-2620: Et, 4- 
CON(Me) 2 -Ph, O, O), (N-2621: Et, 4-iPrOC(=0)-Ph, O, O), (N-2622: Et, 4- 
nBuOC(=0)-Ph, O, O), (N-2623: Et, 6-Me-pyridine-3-yl, O, O), (N-2624: Et, 



118 



WO 01/07423 



PCT/JP00/04909 



Quinoline-3-yl, O, O), (N-2625: Et, 4-NH 2 -Ph, O, O), (N-2626: Et, 4-N(Ac)H-Ph, 
O, O), (N-2627: Et, 4-OH-Ph, O, O), (N-2628: Et, 3,4-di(OH) 2 -Ph, O, O), (N- 
2629: Et, 3,4-di(NH 2 )-Ph, O, O), (N-2630: Et, 3:4-[N(Ac)H] 2 -Ph, O, O), (N-2631: 
Et, 4-SH-Ph, O, O), (N-2632: Et, 4-SMe-Ph, O, O), (N-2633: Et, 3,4-diBr-Ph, O, 
5 O), (N-2634: Et, 4-N(Me)H-Ph, O, O), (N-2635: Et, 4-N(Me) 2 -Ph, O, O), (N-2636: 
Et, 4-N(Me) 3 + -Ph, O, O), (N-2637: Et, 4-Et-Ph, O, O), (N-2638: Et, 4-iPr-Ph, O, 
O), (N-2639: Et, 4-nPr-Ph, O, O), (N-2640: Et, 4-nBu-Ph, O, O), (N-2641: Et, 
4-iBu-Ph, O, O), (N-2642: Et, 3,4-diMe-Ph, O, O), (N-2643: Et, 1,3- 
Benzodioxole-5-yl, O, O), (N-2644: Et, N-Me-pyridinium-4-yl, O, O), (N-2645: 

10 Et, N-Me-pyridinium-3-yl, O, O), (N-2646: Et, 5-Me-Pyridine-2-yl, O, O), (N- 
2647: Et, 2-Pyrazinyl, O, O), (N-2648: Et, 3-Pyrrolyl, O, O), (N-2649: Et, 1- 
Me-pyrrole-3-yl, O, O), (N-2650: Et, Pyridine N-oxide-4-yl, O, O), (N-2651: Et, 
Pyridine N-oxide-3-yl, O, O), (N-2652: Et, 6-OH-pyridine-3-yl, O, O), (N-2653: 
Et, 6-SH-pyridine-3-yl, O, O), (N-2654: Et, l-Ac-pyrrole-3-yl, O, O), (N-2655: 

15 Et, 4-CF 3 -Ph, O, O), (N-2656: Et, 4-CN-Ph, O, O), (N-2657: Et, 4-CHO-Ph, O, O), 
(N-2658: Et, 3-Cl-Ph, O, O), (N-2659: Et, 3-Br-Ph, O, O), (N-2660: Et, 3-F-Ph, O, 
O), (N-2661: Et, 3-I-Ph, O, O), (N-2662: Et, 4-I-Ph, O, O), (N-2663: Et, 4- 
OCFa-Ph, O, O), (N-2664: Et, 3,4-diI-Ph, O, O), (N-2665: Et, Indole-6-yl, O, O), 
(N-2666: Et, l-Ac-indole-6-yl, O, O), (N-2667: Et, l-Me-indole-6-yl, O, O), (N- 

20 2668: Et, 4-(l-Imidazolyl)-Ph, O, O), (N-2669: Et, 4-Morphorino-Ph, O, O), 
(N-2670: Et, 4-(l-Piperazinyl)-Ph, O, O), (N-2671: Et, 2:5-diMe-thiophene-3-yl, 
O, O), (N-2672: Et, 2-Furyl, O, O), (N-2673: Et, 5-Me-furan-2-yl, O, O), (N- 
2674: Et, 5-Me-furan-2-yl, O, O), (N-2675: Et, 2-Thiazolyl, O, O), (N-2676: Et, 
l:4-Benzodioxin-6-yl, O, O), (N-2677: Et, Benzo[b]furan-2-yl, O, O), (N-2678: 

25 Et, 4-NH 2 CH 2 -Ph, O, O), (N-2679: Et, 4-N(Me)HCH 2 -Ph, O, O), (N-2680: Et, 
4-N(Me) 2 CH 2 -Ph, O, O), (N-2681: Et, 6-Cl-pyridine-3-yl, O, O), (N-2682: Et, 
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5,6-diCl-pyridine-3-yl, O, O), (N-2683: Et, 5-Cl-pyridine-2-yl, O, O), (N-2684: 
Et, 4:5-diCl-pyridine-2-yl, O, O), (N-2685: Et, 4-ClCH 2 -Bn, O, O), (N-2686: Et, 
Bit, O, O), (N-2687: Et, 4-Cl-Bn, O, O), (N-2688: Et, 4-Br-Bn, O, O), (N-2689: Et, 
4-F-Bn, O, O), (N-2690: Et, 3,4-diCl-Bn, O, O), (N-2691: Et, 3,4-diBr-Bn, O, O), 
5 (N-2692: Et, 3,4-diF-Bn, O, O), (N-2693: Et, 4-Cl-Bz, O, O), (N-2694: Et, 3,4- 
diCl-Bz, O, O), (N-2695: Et, 4-Br-Bz, O, O), (N-2696: Et, 3,4-diBr-Bz, O, O), 
(N-2697: Et, 4-F-Bz, O, O), (N-2698: Et, 3,4-diF-Bz, O, O), (N-2699: Et, 4- 
NOa-Bn, O, O), (N-2700: Et, 4-CN-Bn, O, O), (N-2701: COOMe, Ph, O, O), (N- 
2702: COOMe, 4-F-Ph, O, O), (N-2703: COOMe, 4-Br-Ph, O, O), (N-2704: 

10 COOMe, 4-Me-Ph, O, O), (N-2705: COOMe, 4-Ph-Ph, O, O), (N-2706: COOMe, 
4-OMe-Ph, O, O), (N-2707: COOMe, 4-tBu-Ph, O, O), (N-2708: COOMe, 4- 
COOMe-Ph, O, O), (N-2709: COOMe, 4-Pen-Ph, O, O), (N-2710: COOMe, 4- 
NOs-Ph, O, O), (N-2711: COOMe, 5-Cl-thiophene-2-yl, O, O), (N-2712: COOMe, 
3-Thienyl, O, O), (N-2713: COOMe, 2-Py, 0, O), (N-2714: COOMe, 3-Py, O, O), 

15 (N-2715: COOMe, 4-Py, O, O), (N-2716: COOMe, 3,4-diF-Ph, O, O), (N-2717: 
COOMe, 5-Br-thiophene-2-yl, O, O), (N-2718: COOMe, 4-CONH 2 -Ph, O, O), 
(N-2719: COOMe, 4-CON(Me)H-Ph, O, O), (N-2720: COOMe, 4-CON(Me) 2 -Ph, 
O, O), (N-2721: COOMe, 4-iPrOC(=0)-Ph, O, O), (N-2722: COOMe, 4- 
nBuOC(=0)-Ph, O, O), (N-2723: COOMe, 6-Me-pyridine-3-yl, O, O), (N-2724: 

20 COOMe, Quinoline-3-yl, O, O), (N-2725: COOMe, 4-NH 2 -Ph, O, O), (N-2726: 
COOMe, 4-N(Ac)H-Ph, O, O), (N-2727: COOMe, 4-OH-Ph, O, O), (N-2728: 
COOMe, 3,4-di(OH) 2 -Ph, O, O), (N-2729: COOMe, 3,4-di(NH 2 )-Ph, O, O), (N- 
2730: COOMe, 3:4-[N(Ac)H] 2 -Ph, O, O), (N-2731: COOMe, 4-SH-Ph, O, O), (N- 
2732: COOMe, 4-SMe-Ph, O, O), (N-2733: COOMe, 3,4-diBr-Ph, O, O), (N-2734: 

25 COOMe, 4-N(Me)H-Ph, O, O), (N-2735: COOMe, 4-N(Me) 2 -Ph, O, O), (N-2736: 
COOMe, 4-N(Me) 3 + -Pli, O, O), (N-2737: COOMe, 4-Et-Ph, O, O), (N-2738: 
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COOMe, 4-iPr-Ph, O, O), (N-2739: COOMe, 4-nPr-Ph, O, O), (N-2740: COOMe, 
4-nBu-Ph, O, O), (N-2741: COOMe, 4-iBu-Ph, O, O), (N-2742: COOMe, 3,4- 
diMe-Ph, O, O), (N-2743: COOMe, l,3-Benzodioxole-5-yl, O, O), (N-2744: 
COOMe, N-Me-pyridinium-4-yl, O, O), (N-2745: COOMe, N-Me-pyridinium-3- 
5 yl, O, O), (N-2746: COOMe, 5-Me-Pyridine-2-yl, O, O), (N-2747: COOMe, 2- 
Pyrazinyl, O, O), (N-2748: COOMe, 3-Pyrrolyl, O, O), (N-2749: COOMe, 1- 
Me-pyrrole-3-yl, O, O), (N-2750: COOMe, Pyridine N-oxide-4-yl, O, O), (N- 
2751: COOMe, Pyridine N-oxide-3-yl, O, O), (N-2752: COOMe, 6-OH- 
pyridine-3-yl, O, O), (N-2753: COOMe, 6-SH-pyridine-3-yl, O, O), (N-2754: 

10 COOMe, l-Ac-pyrrole-3-yl, O, O), (N-2755: COOMe, 4-CF 3 -Ph, O, O), (N-2756: 
COOMe, 4-CN-Ph, O, O), (N-2757: COOMe, 4-CHO-Ph, O, O), (N-2758: COOMe, 
3-Cl-Ph, O, O), (N-2759: COOMe, 3-Br-Ph, O, O), (N-2760: COOMe, 3-F-Ph, O, 
O), (N-2761: COOMe, 3-I-Ph, O, O), (N-2762: COOMe, 4-I-Ph, O, O), (N-2763: 
COOMe, 4-OCFs-Ph, O, O), (N-2764: COOMe, 3,4-diI-Ph, O, O), (N-2765: 

15 COOMe, Indole-6-yl, O, O), (N-2766: COOMe, l-Ac-indole-6-yl, O, 0), (N-2767: 
COOMe, l-Me-indole-6-yl, O, O), (N-2768: COOMe, 4-(l-Imidazolyl)-Ph, O, O), 
(N-2769: COOMe, 4-Morphorino-Ph, O, O), (N-2770: COOMe, 4-(l- 
Piperazinyl)-Ph, O, O), (N-2771: COOMe, 2:5-diMe-thiophene-3-yl, O, O), (N- 
2772: COOMe, 2-Furyl, O, O), (N-2773: COOMe, 5-Me-furan-2-yl, O, O), (N- 

20 2774: COOMe, 5-Me-furan-2-yl, O, O), (N-2775: COOMe, 2-Thiazolyl, O, O), 
(N-2776: COOMe, l:4-Benzodioxin-6-yl, O, O), (N-2777: COOMe, 
Benzo[b]furan-2-yl, O, O), (N-2778: COOMe, 4-NH 2 CH 2 -Ph, O, O), (N-2779: 
COOMe, 4-N(Me)HCH 2 -Ph, O, O), (N-2780: COOMe, 4-N(Me) 2 CH 2 -Ph, O, O), 
(N-2781: COOMe, 6-Cl-pyridine-3-yl, O, O), (N-2782: COOMe, 5,6-diCl- 

25 pyridine-3-yl, O, O), (N-2783: COOMe, 5-Cl-pyridine-2-yl, O, O), (N-2784: 
COOMe, 4:5-diCl-pyridine-2-yl, O, O), (N-2785: COOMe, 4-ClCH 2 -Bn, O, O), 
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(N-2786: COOMe, Bn, O, O), (N-2787: COOMe, 4-Cl-Bn, O, O), (N-2788: 
COOMe, 4-Br-Bn, O, O), (N-2789: COOMe, 4-F-Bn, O, O), (N-2790: COOMe, 
3,4-diCl-Bn, O, O), (N-2791: COOMe, 3,4-diBr-Bn, O, O), (N-2792: COOMe, 
3,4-diF-Bn, O, O), (N-2793: COOMe, 4-Cl-Bz, O, O), (N-2794: COOMe, 3,4- 
5 diCl-Bz, O, O), (N-2795: COOMe, 4-Br-Bz, O, O), (N-2796: COOMe, 3,4-diBr- 
Bz, O, O), (N-2797: COOMe, 4-F-Bz, 0, 0), (N-2798: COOMe, 3,4-diF-Bz, O, O), 
(N-2799: COOMe, 4-N0 2 -Bn, O, O), (N-2800: COOMe, 4-CN-Bn, O, O), (N-2801: 
4-F-Ph, CONH 2 , S, S), (N-2802: 4-Br-Ph, CONH2, S, S), (N-2803: 5-C1- 
thiophene-2-yl, CONH2, S, S), (N-2804: 3,4-diF-Ph, CONH2, S, S), (N-2805: 5- 

10 Br-thiophene-2-yl, CONH2, S, S), (N-2806: 3,4-diBr-Ph, CONH2, S, S), (N-2807: 
4-CFa-Ph, CONH2, S, S), (N-2808: 3-Cl-Ph, CONH2, S, S), (N-2809: 3-Br-Ph, 
CONH2, S, S), (N-2810: 3-F-Ph, CONH2, S, S), (N-2811: 4-F-Ph, CO2NHCH3, S, 
S), (N-2812: 4-Br-Ph, CO2NHCH3, S, S), (N-2813: 5-Cl-thiophene-2-yl, 
CO2NHCH3, S, S), (N-2814: 3,4-diF-Ph, CO2NHCH3, S, S), (N-2815: 5-Br- 

15 thiophene-2-yl, CO2NHCH3, S, S), (N-2816: 3,4-diBr-Ph, CO2NHCH3, S, S), 
(N-2817: 4-CFs-Ph, CO2NHCH3, S, S), (N-2818: 3-Cl-Ph, CO2NHCH3, S, S), 
(N-2819: 3-Br-Ph, CO2NHCH3, S, S), (N-2820: 3-F-Ph, CO2NHCH3, S, S), (N- 
2821: 4-F-Ph, C0 2 N(CH 3 )2, S, S), (N-2822: 4-Br-Ph, C0 2 N(CH 3 )2, S, S), (N- 
2823: 5-Cl-thiophene-2-yl, C0 2 N(CH 3 )2, S, S), (N-2824: 3,4-diF-Ph, 

20 C0 2 N(CH 3 )2, S, S), (N-2825: 5-Br-thiophene-2-yl, C0 2 N(CH 3 )2, S, S), (N-2826: 
3,4-diBr-Ph, C0 2 N(CH 3 )2, S, S), (N-2827: 4-CFs-Ph, C02N(CH 3 ) 2 , S, S), (N- 
2828: 3-Cl-Ph, C02N(CH 3 ) 2 , S, S), (N-2829: 3-Br-Ph, C0 2 N(CH 3 )2, S, S), (N- 
2830: 3-F-Ph, C0 2 N(CH3)2, S, S), (N-2831: 4-F-Ph, CO2H, S, S), (N-2832: 4- 
Br-Ph, C0 2 H, S, S), (N-2833: 5-Cl-thiophene-2-yl, CO2H, S, S), (N-2834: 3,4- 

25 diF-Ph, CO2H, S, S), (N-2835: 5-Br-thiophene-2-yl, CO2H, S, S), (N-2836: 3,4- 
diBr-Ph, CO2H, S, S), (N-2837: 4-CFs-Ph, CO2H, S, S), (N-2838: 3-Cl-Ph, CO2H, 
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S, S), (N-2839: 3-Br-Ph, CO2H, S, S), (N-2840: 3-F-Ph, COaH, S, S), (N-2841: 
4-F-Ph, NH2, S, S), (N-2842: 4-Br-Ph, NH2, S, S), (N-2843: 5-Cl-thiophene-2-yl, 
NH 2> S, S), (N-2844: 3,4-diF-Ph, NH 2 , S, S), (N-2845: 5-Br-thiophene-2-yl, NH2, 
S, S), (N-2846: 3,4-diBr-Ph, NH 2) S, S), (N-2847: 4-CF 3 -Ph, NH2, S, S), (N-2848: 
5 3-Cl-Ph, NH 2 , S, S), (N-2849: 3-Br-Ph, NH 2 , S, S), (N-2850: 3-F-Ph, NH 2) S, S), 
(N-2851: 4-F-Ph, CH 2 COOMe, S, S), (N-2852: 4-Br-Ph, CH 2 COOMe, S, S), (N- 
2853: 5-Cl-thiophene-2-yl, CH 2 COOMe, S, S), (N-2854: 3,4-diF-Ph, CH 2 COOMe, 
S, S), (N-2855: 5-Br-thiophene-2-yl, CH 2 COOMe, S, S), (N-2856: 3,4-diBr-Ph, 
CH 2 COOMe, S, S), (N-2857: 4-CF 3 -Ph, CH 2 COOMe, S, S), (N-2858: 3-Cl-Ph, 

10 CH 2 COOMe, S, S), (N-2859: 3-Br-Ph, CH 2 COOMe, S, S), (N-2860: 3-F-Ph, 
CH 2 COOMe, S, S), (N-2861: 4-F-Ph, CH 2 CH 2 COOMe, S, S), (N-2862: 4-Br-Ph, 
CH 2 CH 2 COOMe, S, S), (N-2863: 5-Cl-thiophene-2-yl, CH 2 CH2COOMe, S, S), 
(N-2864: 3,4-diF-Ph, CH 2 CH 2 COOMe, S, S), (N-2865: 5-Br-thiophene-2-yl, 
CH 2 CH 2 COOMe, S, S), (N-2866: 3,4-diBr-Ph, CH 2 CH2COOMe, S, S), (N-2867: 

15 4-CF 3 -Ph, CH 2 CH 2 COOMe, S, S), (N-2868: 3-Cl-Ph, CH 2 CH 2 COOMe, S, S), 
(N-2869: 3-Br-Ph, CH 2 CH 2 COOMe, S, S), (N-2870: 3-F-Ph, CH 2 CH 2 COOMe, S, 
S), (N-2871: 4-F-Ph, CH 2 COONH 2 , S, S), (N-2872: 4-Br-Ph, CH 2 COONH 2 , S, S), 
(N-2873: 5-Cl-thiophene-2-yl, CH2COONH2, S, S), (N-2874: 3,4-diF-Ph, 
CH2COONH2, S, S), (N-2875: 5-Br-thiophene-2-yl, CH 2 COONH 2 , S, S), (N- 

20 2876: 3,4-diBr-Ph, CH 2 COONH 2 , S, S), (N-2877: 4-CF 3 -Ph, CH 2 COONH 2 , S, S), 
(N-2878: 3-Cl-Ph, CH 2 COONH 2 , S, S), (N-2879: 3-Br-Ph, CH 2 COONH 2 , S, S), 
(N-2880: 3-F-Ph, CH2COONH2, S, S), (N-2881: 4-F-Ph, CH 2 COONHCH 3) S, S), 
(N-2882: 4-Br-Ph, CH 2 COONHCH 3 , S, S), (N-2883: 5-Cl-thiophene-2-yl, 
CH 2 COONHCH 3 , S, S), (N-2884: 3,4-diF-Ph, CH 2 COONHCH 3 , S, S), (N-2885: 

25 5-Br-thiophene-2-yl, CH 2 COONHCH 3 , S, S), (N-2886: 3,4-diBr-Ph, 
CH 2 COONHCH 3 , S, S), (N-2887: 4-CF 3 -Ph, CH 2 COONHCH 3 , S, S), (N-2888: 
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3-Cl-Ph, CH2COONHCH3, S, S), (N-2889: 3-Br-Ph, CH 2 COONHCH 3 , S, S), (N- 
2890: 3-F-Ph, CH2COONHCH3, S, S), (N-2893: 5-Cl-thiophene-2-yl, CH2CH2CI, 
S, S), (N-2894: 3,4-diF-Ph, CH2CH2CI, S, S), (N-2895: 5-Br-thiophene-2-yl, 
CH2CH2CI, S, S), (N-2896: 3,4-diBr-Ph, CH2CH 2 C1, S, S), (N-2897: 4-CF 3 -Ph, 
5 CH2CH2CI, S, S), (N-2898: 3-Cl-Ph, CH2CH2CI, S, S), (N-2899: 3-Br-Ph, 
CH2CH2CI, S, S), (N-2900: 3-F-Ph, CH2CH2CI, S, S), (N-2901: 4-F-Ph, CONH2, 
O, S), (N-2902: 4-Br-Ph, CONH2, O, S), (N-2903: 5-Cl-thiophene-2-yl, CONH2, 
O, S), (N-2904: 3,4-diF-Ph, CONH 2( O, S), (N-2905: 5-Br-thiophene-2-yl, 
CONH2, 0, S), (N-2906: 3,4-diBr-Ph, CONH2, O, S), (N-2907: 4-CFs-Ph, CONH2, 

10 O, S), (N-2908: 3-Cl-Ph, CONH2, O, S), (N-2909: 3-Br-Ph, CONH2, O, S), (N- 
2910: 3-F-Ph, CONH2, O, S), (N-2911: 4-F-Ph, CO2NHCH3, O, S), (N-2912: 4- 
Br-Ph, CO2NHCH3, O, S), (N-2913: 5-Cl-thiophene-2-yl, CO2NHCH3, O, S), 
(N-2914: 3,4-diF-Ph, CO2NHCH3, O, S), (N-2915: 5-Br-thiophene-2-yl, 
CO2NHCH3, O, S), (N-2916: 3,4-diBr-Ph, CO2NHCH3, O, S), (N-2917: 4-CF 3 -Ph, 

15 C0 2 NHCH 3 , O, S), (N-2918: 3-Cl-Ph, CO2NHCH3, O, S), (N-2919: 3-Br-Ph, 
CO2NHCH3, O, S), (N-2920: 3-F-Ph, C0 2 NHCH 3 , O, S), (N-2921: 4-F-Ph, 
C0 2 N(CH 3 )2, O, S), (N-2922: 4-Br-Ph, C0 2 N(CH 3 ) 2 , O, S), (N-2923: 5-C1- 
thiophene-2-yl, C02N(CH 3 ) 2 , O, S), (N-2924: 3,4-diF-Ph, C0 2 N(CH 3 )2, O, S), 
(N-2925: 5-Br-thiophene-2-yl, C02N(CH 3 ) 2) O, S), (N-2926: 3,4-diBr-Ph, 

20 C0 2 N(CH 3 )2, O, S), (N-2927: 4-CF 3 -Ph, C0 2 N(CH 3 )2, O, S), (N-2928: 3-Cl-Ph, 
C02N(CH 3 )2, O, S), (N-2929: 3-Br-Ph, C0 2 N(CH 3 )2, O, S), (N-2930: 3-F-Ph, 
C0 2 N(CH 3 ) 2 , O, S), (N-2931: 4-F-Ph, CO2H, O, S), (N-2932: 4-Br-Ph, CO2H, O, 
S), (N-2933: 5-Cl-thiophene,2-yl, CO2H, O, S), (N-2934: 3,4-diF-Ph, CO2H, O, 
S), (N-2935: 5-Br-thiophene-2-yl, C0 2 H, O, S), (N-2936: 3,4-diBr-Ph, CO2H, O, 

25 S), (N-2937: 4-CFs-Ph, C0 2 H, O, S), (N-2938: 3-Cl-Ph, CO2H, O, S), (N-2939: 
3-Br-Ph, CO2H, O, S), (N-2940: 3-F-Ph, C0 2 H, O, S), (N-2941: 4-F-Ph, NH 2 , O, 
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S), (N-2942: 4-Br-Ph, NH 2 , O, S), (N-2943: 5-Cl-thiophene-2-yl, NH 2l O, S), 
(N-2944: 3,4-diF-Ph, NH 2 , O, S), (N-2945: 5-Br-thiophene-2-yl, NH 2) 0, S), 
(N-296: 3,4-diBr-Ph, NH 2) O, S), (N-2947: 4-CFa-Ph, NH 2) O, S), (N-2948: 3- 
Cl-Ph, NH 2 , O, S), (N-2949: 3-Br-Ph, NH 2 , O, S), (N-2950: 3-F-Ph, NH 2l O, S), 
5 (N-2951: 4-F-Ph, CH 2 COOMe, O, S), (N-2952: 4-Br-Ph, CH 2 COOMe, O, S), (N- 
2953: 5-Cl-thiophene-2-yl, CH 2 COOMe, O, S), (N-2954: 3,4-diF-Ph, 
CH 2 COOMe, O, S), (N-2955: 5-Br-thiophene-2-yl, CH 2 COOMe, O, S), (N-2956: 
3,4-diBr-Ph, CH 2 COOMe, O, S), (N-2957: 4-CF 3 -Ph, CH 2 COOMe, O, S), (N- 
2958: 3-Cl-Ph, CH 2 COOMe, O, S), (N-2959: 3-Br-Ph, CH 2 COOMe, O, S), (N- 

10 2960: 3-F-Ph, CH 2 COOMe, O, S), (N-2961: 4-F-Ph, CH 2 CH 2 COOMe, O, S), (N- 
2962: 4-Br-Ph, CH 2 CH 2 COOMe, O, S), (N-2963: 5-Cl-thiophene-2-yl, 
CH 2 CH 2 COOMe, O, S), (N-2964: 3,4-diF-Ph, CH 2 CH 2 COOMe, O, S), (N-2965: 
5-Br-thiophene-2-yl, CH 2 CH 2 COOMe, O, S), (N-2966: 3,4-diBr-Ph, 
CH 2 CH 2 COOMe, O, S), (N-2967: 4-CFs-Ph, CH 2 CH 2 COOMe, O, S), (N-2968: 3- 

15 Cl-Ph, CH 2 CH 2 COOMe, O, S), (N-2969: 3-Br-Ph, CH 2 CH 2 COOMe, O, S), (N- 
2970: 3-F-Ph, CH 2 CH 2 COOMe, O, S), (N-2971: 4-F-Ph, CH 2 COONH 2 , O, S), 
(N-2972: 4-Br-Ph, CH 2 COONH 2 , O, S), (N-2973: 5-Cl-thiophene-2-yl, 
CH 2 COONH 2 , O, S), (N-2974: 3,4-diF-Ph, CH 2 COONH 2 , O, S), (N-2975: 5-Br- 
thiophene-2-yl, CH 2 COONH 2 , O, S), (N-2976: 3,4-diBr-Ph, CH 2 COONH 2 , O, S), 

20 (N-2977: 4-CF 3 -Ph, CH 2 COONH 2 , O, S), (N-2978: 3-Cl-Ph, CH 2 COONH 2 , O, S), 
(N-2979: 3-Br-Ph, CH 2 COONH 2 , O, S), (N-2980: 3-F-Ph, CH 2 COONH 2 , O, S), 
(N-2981: 4-F-Ph, CH 2 COONHCH 3 , O, S), (N-2982: 4-Br-Ph, CH 2 COONHCH 3 , O, 
S), (N-2983: 5-Cl-thiophene-2-yl, CH 2 COONHCH 3 , O, S), (N-2984: 3,4-diF-Ph, 
CH 2 COONHCH 3 , O, S), (N-2985: 5-Br-thiophene-2-yl, CH 2 COONHCH 3 , O, S), 

25 (N-2986: 3,4-diBr-Ph, CH 2 COONHCH 3 , O, S), (N-2987: 4-CF 3 -Ph, 
CH 2 COONHCH 3) O, S), (N-2988: 3-Cl-Ph, CH 2 COONHCH 3 , O, S), (N-2989: 3- 
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Br-Ph, CH 2 COONHCH 3) O, S), (N-2990: 3-F-Ph, CH 2 COONHCH 3 , O, S), (N- 
2991: 4-F-Ph, CH 2 CH 2 Cl f O, S), (N-2992: 4-Br-Ph, CH2CH2CI, O, S), (N-2993: 
5-Cl-thiophene-2-yl, CH 2 CH 2 C1, O, S), (N-2994: 3,4-diF-Ph, CH 2 CH 2 C1, O, S), 
(N-2995: 5-Br-thiophene-2-yl, CH 2 CH 2 C1, O, S), (N-2996: 3,4-diBr-Ph, 
5 CH 2 CH 2 C1, O, S), (N-2997: 4-CF 3 -Ph, CH 2 CH 2 C1, O, S), (N-2998: 3-Cl-Ph, 
CH 2 CH 2 C1, O, S), (N-2999: 3-Br-Ph, CH 2 CH 2 C1, O, S), (N-3000: 3-F-Ph, 
CH 2 CH 2 C1, O, S), (N-3001: 4-F-Ph, CONH 2> S, O), (N-3002: 4-Br-Ph, CONH 2 , S, 
O), (N-3003: 5-Cl-thiophene-2-yl, CONH 2 , S, O), (N-3004: 3,4-diF-Ph, CONH 2 , 
S, O), (N-3005: 5-Br-thiophene-2-yl, CONH 2 , S, O), (N-3006: 3,4-diBr-Ph, 

10 CONH 2 , S, O), (N-3007: 4-CF 3 -Ph, CONH 2 , S, O), (N-300: 3-Cl-Ph, CONH 2 , S, 
O), (N-3009: 3-Br-Ph, CONH2, S, O), (N-3010: 3-F-Ph, CONH 2 , S, O), (N-3011: 
4-F-Ph, C0 2 NHCH 3 , S, O), (N-3012: 4-Br-Ph, C0 2 NHCH 3 , S, O), (N-3013: 5- 
Cl-thiophene-2-yl, C0 2 NHCH 3 , S, O), (N-3014: 3,4-diF-Ph, C0 2 NHCH 3 , S, O), 
(N-3015: 5-Br-thiophene-2-yl, C0 2 NHCH 3 , S, O), (N-3016: 3,4-diBr-Ph, 

15 C0 2 NHCH 3 , S, O), (N-3017: 4-CF 3 -Ph, C0 2 NHCH 3 , S, O), (N-3018: 3-Cl-Ph, 
C0 2 NHCH 3 , S, O), (N-3019: 3-Br-Ph, C0 2 NHCH 3 , S, O), (N-3020: 3-F-Ph, 
C0 2 NHCH 3 , S, O), (N-3021: 4-F-Ph, C0 2 N(CH 3 ) 2 , S, O), (N-3022: 4-Br-Ph, 
C0 2 N(CH 3 ) 2 , S, O), (N-3023: 5-Cl-thiophene-2-yl, C0 2 N(CH 3 ) 2 , S, O), (N-3024: 
3,4-diF-Ph, C0 2 N(CH 3 ) 2 , S, O), (N-3025: 5-Br-thiophene-2-yl, C0 2 N(CH 3 ) 2 , S, 

20 O), (N-3026: 3,4-diBr-Ph, C0 2 N(CH 3 ) 2 , S, O), (N-3027: 4-CF 3 -Ph, C0 2 N(CH 3 ) 2 , 
S, O), (N-3028: 3-Cl-Ph, C0 2 N(CH 3 ) 2 , S, O), (N-3029: 3-Br-Ph, C0 2 N(CH 3 ) 2 , S, 
O), (N-3030: 3-F-Ph, C0 2 N(CH 3 ) 2 , S, O), (N-3031: 4-F-Ph, C0 2 H, S, O), (N- 
3032: 4-Br-Ph, C0 2 H, S, O), (N-3033: 5-Cl-thiophene-2-yl, C0 2 H, S, O), (N- 
3034: 3,4-diF-Ph, C0 2 H, S, O), (N-3035: 5-Br-thiophene-2-yl, C0 2 H, S, O), 

25 (N-3036: 3,4-diBr-Ph, C0 2 H, S, O), (N-3037: 4-CF 3 -Ph, C0 2 H, S, O), (N-3038: 
3-Cl-Ph, CQ 2 H, S, O), (N-3039: 3-Br-Ph, C0 2 H, S, O), (N-3040: 3-F-Ph, C0 2 H, S, 
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O), (N-3041: 4-F-Ph, NH 2) S, O), (N-3042: 4-Br-Ph, NH 2) S, O), (N-3043: 5-C1- 
thiophene-2-yl, NH 2) S, O), (N-3044: 3,4-diF-Ph, NH 2 , S, O), (N-3045: 5-Br- 
thiophene-2-yl, NH 2 , S, O), (N-3046: 3,4-diBr-Ph, NH 2 , S, O), (N-3047. 4-CFa- 
Ph, NH 2 , S, O), (N-3048: 3-Cl-Ph, NH 2) S, O), (N-3049: 3-Br-Ph, NH 2 , S, O), 
(N-3050: 3-F-Ph, NH 2 , S, O), (N-3051: 4-F-Ph, CH 2 COOMe, S, O), (N-3052: 4- 
Br-Ph, CH 2 COOMe, S, O), (N-3053: 5-Cl-thiophene-2-yl, CH 2 COOMe, S, O), 
(N-3054: 3,4-diF-Ph, CH 2 COOMe, S, O), (N-3055: 5-Br-thiophene-2-yl, 
, CH 2 COOMe, S, O), (N-3056: 3,4-diBr-Ph, CH 2 COOMe, S, O), (N-3057: 4-CF 3 - 
Ph, CH 2 COOMe, S, O), (N-3058: 3-Cl-Ph, CH 2 COOMe, S, O), (N-3059: 3-Br-Ph, 
CH 2 COOMe, S, O), (N-3060: 3-F-Ph, CH 2 COOMe, S, O), (N-3061: 4-F-Ph, 
CH 2 CH 2 COOMe, S, O), (N-3062: 4-Br-Ph, CH 2 CH 2 COOMe, S, O), (N-3063: 5- 
Cl-thiophene-2-yl, CH 2 CH 2 COOMe, S, O), (N-3064: 3,4-diF-Ph, 
CH 2 CH 2 COOMe, S, O), (N-3065: 5-Br-thiophene-2-yl, CH 2 CH 2 COOMe, S, O), 
(N-3066: 3,4-diBr-Ph, CH 2 CH 2 COOMe, S, O), (N-3067: 4-CFs-Ph, 
CH 2 CH 2 COOMe, S, O), (N-3068: 3-Cl-Ph, CH 2 CH 2 COOMe, S, O), (N-3069: 3- 
Br-Ph, CH 2 CH 2 COOMe, S, O), (N-3070: 3-F-Ph, CH 2 CH 2 COOMe, S, O), (N- 
3071: 4-F-Ph, CH 2 COONH 2 , S, O), (N-3072: 4-Br-Ph, CH 2 COONH 2 , S, O), (N- 
3073: 5-Cl-thiophene-2-yl, CH 2 COONH 2 , S, O), (N-3074: 3,4-diF-Ph, 
CH 2 COONH 2 , S, O), (N-3075: 5-Br-thiophene-2-yl, CH 2 COONH 2 , S, O), (N- 
3076: 3,4-diBr-Ph, CH 2 COONH 2 , S, O), (N-3077: 4-CF 3 -Ph, CH 2 COONH 2 , S, O), 
(N-3078: 3-Cl-Ph, CH 2 COONH 2 , S, O), (N-3079: 3-Br-Ph, CH 2 COONH 2 , S, O), 
(N-3080: 3-F-Ph, CH 2 COONH 2 , S, O), (N-3081: 4-F-Ph, CH 2 COONHCH 3) S, O), 
(N-3082: 4-Br-Ph, CH 2 COONHCH 3 , S, O), (N-3083: 5-Cl-thiophene-2-yl, 
CH 2 COONHCH 3 , S, O), (N-3084: 3,4-diF-Ph, CH 2 COONHCH 3 , S, O), (N-3085: 
5-Br-thiophene-2-yl, CH 2 COONHCH 3 , S, O), (N-3086: 3,4-diBr-Ph, 
CH 2 COONHCH 3 , S, O), (N-3087: 4-CF 3 -Ph, CH 2 COONHCH 3 , S, O), (N-3088: 
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3-Cl-Ph, CH2COONHCH3, S, O), (N-3089: 3-Br-Ph, CH2COONHCH3, S, O), 
(N-3090: 3-F-Ph, CH2COONHCH3, S, O), (N-3091: 4-F-Ph, CH2CH2C1, S, O), 
(N-3092: 4-Br-Ph, CH2CH2CI, S, O), (N-3093: 5-Cl-thiophene-2-yl, CH2CH2CI, 
S, O), (N-3094: 3,4-diF-Ph, CH2CH2CI, S, O), (N-3095: 5-Br-thiophene-2-yl, 
5 CH2CH2CI, S, O), (N-3096: 3,4-diBr-Ph, CH2CH2CI, S, O), (N-3097: 4-CFs-Ph, 
CH2CH2CI, S, O), (N-3098: 3-Cl-Ph, CH 2 CH2C1, S, O), (N-3099: 3-Br-Ph, 
CH2CH2CI, S, O), (N-3100: 3-F-Ph, CH2CH 2 C1, S, O), (N-3101: 4-F-Ph, CONH2, 
O, O), (N-3102: 4-Br-Ph, CONH2, O, O), (N-3103: 5-Cl-thiophene-2-yl, CONH 2) 
O, O), (N-3104: 3,4-diF-Ph, CONH 2) O, O), (N-3105: 5-Br-thiophene-2-yl, 

10 CONH2, O, O), (N-3106: 3,4-diBr-Ph, CONH2, O, O), (N-3107: 4-CFs-Ph, 
CONH2, O, O), (N-3108: 3-Cl-Ph, CONH2, O, O), (N-3109: 3-Br-Ph, CONH2, O, 
O), (N-3110: 3-F-Ph, CONH2, O, O), (N-3111: 4-F-Ph, CO2NHCH3, O, O), (N- 
3112: 4-Br-Ph, CO2NHCH3, O, O), (N-3113: 5-Cl-thiophene-2-yl, CO2NHCH3, O, 
O), (N-3114: 3,4-diF-Ph, CO2NHCH3, O, O), (N-3115: 5-Br-thiophene-2-yl, 

15 CO2NHCH3, O, O), (N-3116: 3,4-diBr-Ph, CO2NHCH3, O, O), (N-3117: 4-CFa-Ph, 
CO2NHCH3, O, O), (N-3118: 3-Cl-Ph, C0 2 NHCH 3 , O, O), (N-3119: 3-Br-Ph, 
CO2NHCH3, O, O), (N-3120: 3-F-Ph, CO2NHCH3, O, O), (N-3121: 4-F-Ph, 
C0 2 N(CH 3 )2, O, O), (N-3122: 4-Br-Ph, C0 2 N(CH 3 )2, O, O), (N-3123: 5-C1- 
thiophene-2-yl, C0 2 N(CH 3 )2, O, O), (N-3124: 3,4-diF-Ph, C0 2 N(CH 3 )2, O, O), 

20 (N-3125: 5-Br-thiophene-2-yl, C0 2 N(CH 3 )2, O, O), (N-3126: 3,4-diBr-Ph, 
C0 2 N(CH 3 )2, O, O), (N-3127: 4-CFs-Ph, C0 2 N(CH 3 )2, O, O), (N-3128: 3-Cl-Ph, 
C0 2 N(CH 3 )2, O, O), (N-3129: 3-Br-Ph, C0 2 N(CH 3 )2, O, O), (N-3130: 3-F-Ph, 
C0 2 N(CH 3 )2, Q, O), (N-3131: 4-F-Ph, CO2H, O, 0),.(N-3132: 4-Br-Ph, CO2H, O, 
O), (N-3133: 5-Cl-thiophene-2-yl, CO2H, O, O), (N-3134: 3,4-diF-Ph, CO2H, O, 

25 O), (N-3135: 5-Br-thiophene-2-yl, CO2H, O, O), (N-3136: 3,4-diBr-Ph, CO2H, O, 
O), (N-3137: 4-CF 3 -Ph, CO2H, O, O), (N-3138: 3-Cl-Ph, CO2H, O, O), (N-3139: 
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3-Br-Ph, CO2H, O, O), (N-3140: 3-F-Ph, C0 2 H, O, O), (N-3141: 4-F-Ph, NH2, O, 
O), (N-3142: 4-Br-Ph, NH 2) O, O), (N-3143: 5-Cl-thiophene-2-yl, NH 2) O, 0), 
(N-3144: 3,4-diF-Ph, NH 2) O, O), (N-3145: 5-Br-thiophene-2-yl, NH 2 , O, O), 
(N-3146: 3,4-diBr-Ph, NH 2 , O, O), (N-3147: 4-CF 3 -Ph, NH 2 , O, O), (N-3148: 3- 
Cl-Ph, NH 2) O, O), (N-3149: 3-Br-Ph, NH 2) O, O), (N-3150: 3-F-Ph, NH 2 , O, O), 
(N-3151: 4-F-Ph, CH 2 COOMe, O, O), (N-3152: 4-Br-Ph, CH 2 COOMe, O, O), 
(N-3153: 5-Cl-thiophene-2-yl, CHsCOOMe, O, O), (N-3154: 3,4-diF-Ph, 
CH 2 COOMe, 0, O), (N-3155: 5-Br-thiophene-2-yl, CH 2 COOMe, O, O), (N-3156: 
3,4-diBr-Ph, CH 2 COOMe, O, O), (N-3157: 4-CF 3 -Ph, CH 2 COOMe, O, O), <N- 
3158: 3-Cl-Ph, CH 2 COOMe, O, O), (N-3159: 3-Br-Ph, CH 2 COOMe, O, O), (N- 
3160: 3-F-Ph, CH 2 COOMe, O, O), (N-3161: 4-F-Ph, CH 2 CH 2 COOMe, O, O), 
(N-3162: 4-Br-Ph, CH 2 CH 2 COOMe, O, O), (N-3163: 5-Cl-thiophene-2-yl, 
CH 2 CH 2 COOMe, O, O), (N-3164: 3,4-diF-Ph, CH 2 CH 2 COOMe, O, O), (N-3165: 
5-Br-thiophene-2-yl, CH 2 CH 2 COOMe, O, O), (N-3166: 3,4-diBr-Ph, 
CH 2 CH 2 COOMe, O, O), (N-3167: 4-CFa-Ph, CH 2 CH 2 COOMe, O, O), (N-3168: 
3-Cl-Ph, CH 2 CH 2 COOMe, O, O), (N-3169: 3-Br-Ph, CH 2 CH 2 COOMe, O, O), 
(N-3170: 3-F-Ph, CH 2 CH 2 COOMe, O, O), (N-3171: 4-F-Ph, CH 2 COONH 2 , O, O), 
(N-3172: 4-Br-Ph, CH 2 COONH 2 , O, O), (N-3173: 5-Cl-thiophene-2-yl, 
CH2COONH2, O, O), (N-3174: 3,4-diF-Ph, CH 2 COONH 2) O, O), (N-3175: 5-Br- 
thiophene-2-yl, CH 2 COONH 2) O, O), (N-3176: 3,4-diBr-Ph, CH 2 COONH 2> O, O), 
(N-3177: 4-CFs-Ph, CH 2 COONH 2 , O, O), (N-3178: 3-Cl-Ph, CH 2 COONH 2 , O, O), 
(N-3179: 3-Br-Ph, CH 2 COONH 2) O, O), (N-3180: 3-F-Ph, CH 2 COONH 2 , O, O), 
(N-3181: 4-F-Ph, CH 2 COONHCH 3 , O, O), (N-3182: 4-Br-Ph, CH 2 COONHCH 3 , O, 
O), (N-3183: 5-Cl-thiophene-2-yl, CH 2 COONHCH 3 , O, O), (N-3184: 3,4-diF-Ph, 
CH 2 COONHCH 3 , O, O), (N-3185: 5-Br-thiophene-2-yl, CH 2 COONHCH 3) O, O), 
(N-3186: 3,4-diBr-Ph, CH 2 COONHCH 3 , O, O), (N-3187: 4-CF 3 -Ph, 
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CH 2 COONHCH 3( 0, O), (N-3188: 3-Cl-Ph, CH2COONHCH3, O, O), (N-3189: 3- 
Br-Ph, CH 2 COONHCH 3) O, O), (N-3190: 3-F-Ph, CH2COONHCH3, O, O), (N- 
3192: 4-Br-Ph, CH2CH2CI, O, O), (N-3193: 5-Cl-thiophene-2-yl, CH 2 CH 2 C1, O, 
O), (N-3194: 3,4-diF-Ph, CH2CH2CI, O, O), (N-3195: 5-Br-thiophene-2-yl, 
5 CH2CH2CI, O, O), (N-3196: 3,4-diBr-Ph, CH 2 CH2C1, O, O), (N-3197: 4-CF 3 -Ph, 
CH 2 CH 2 C1, O, O), (N-3198: 3-Cl-Ph, CH2CH2CI, O, O), (N-3199: 3-Br-Ph, 
CH 2 CH 2 C1, O, O), (N-3200: 3-F-Ph, CH2CH2CI, O, O), (N-3301: CONH 2 , 4-F-Ph, 
S, S), (N-3302: CONH 2) 4-Br-Ph, S, S), (N-3303: CONH2, 5-Cl-thiophene-2-yl, S, 
S), (N-3304: CONH2, 3,4-diF-Ph, S, S), (N-3305: CONH2, 5-Br-thiophene-2-yl, 

10 S, S), (N-3306: CONH2, 3,4-diBr-Ph, S, S), (N-3307: CONH2, 4-CF 3 -Ph, S, S), 
(N-3308: CONH2, 3-Cl-Ph, S, S), (N-3309: CONH2, 3-Br-Ph, S, S), (N-3310: 
CONH2, 3-F-Ph, S, S), (N-3311: C0 2 NHCH 3) 4-F-Ph, S, S), (N-3312: C02NHCH 3 , 
4-Br-Ph, S, S), (N-3313: C0 2 NHCH 3 , 5-Cl-thiophene-2-yl, S, S), (N-3314: 
C0 2 NHCH 3 , 3,4-diF-Ph, S, S), (N-3315: C0 2 NHCH 3 , 5-Br-thiophene-2-yl, S, S), 

15 (N-3316: C0 2 NHCH 3 , 3,4-diBr-Ph, S, S), (N-3317: C0 2 NHCH 3 , 4-CF 3 -Ph, S, S), 
(N-3318: C0 2 NHCH 3 , 3-Cl-Ph, S, S), (N-3319: COaNHCHs, 3-Br-Ph, S, S), (N- 
3320: C0 2 NHCH 3 , 3-F-Ph, S, S), (N-3321: C02N(CH 3 ) 2 , 4-F-Ph, S, S), (N-3322: 
C0 2 N(CH 3 ) 2 , 4-Br-Ph, S, S), (N-3323: C0 2 N(CH 3 )2, 5-Cl-thiophene-2-yl, S, S), 
(N-3324: C0 2 N(CH 3 ) 2 , 3,4-diF-Ph, S, S), (N-3325: C0 2 N(CH 3 ) 2 , 5-Br- 

20 thiophene-2-yl, S, S), (N-3326: C0 2 N(CH 3 ) 2 , 3,4-diBr-Ph, S, S), (N-3327: 
C0 2 N(CH 3 )2, 4-CF 3 -Ph, S, S), (N-3328: C0 2 N(CH 3 ) 2 , 3-Cl-Ph, S, S), (N-3329: 
C0 2 N(CH 3 ) 2 , 3-Br-Ph, S, S), (N-3330: C0 2 N(CH 3 ) 2 , 3-F-Ph, S, S), (N-3331: 
CO2H, 4-F-Ph, S, S), (N-3332: C0 2 H, 4-Br-Ph, S, S), (N-3333: C0 2 H, 5-C1- 
thiophene-2-yl, S, S), (N-3334: C0 2 H, 3,4-diF-Ph, S, S), (N-3335: CO2H, 5-Br- 

25 thiophene-2-yl, S, S), (N-3336: C0 2 H, 3,4-diBr-Ph, S, S), (N-3337: C0 2 H, 4- 
CFs-Ph, S, S), (N-3338: C0 2 H, 3-Cl-Ph, S, S), (N-3339: C0 2 H, 3-Br-Ph, S, S), 
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(N-3340: CO2H, 3-F-Ph, S, S), (N-3341: NH 2 , 4-F-Ph, S, S), (N-3342: NH 2 , 4- 
Br-Ph, S, S), (N-3343: NH 2 , 5-Cl-thiophene-2-yl, S, S), (N-3344: NH 2 , 3,4-diF- 
Ph, S, S), (N-3345: NH 2 , 5-Br-thiophene-2-yl, S, S), (N-3346: NH 2 , 3,4-diBr-Ph, 
S, S), (N-3347: NH 2 , 4-CFa-Ph, S, S), (N-3348: NH 2> 3-Cl-Ph, S, S), (N-3349: 
NH 2) 3-Br-Ph, S, S), (N-3350: NH 2) 3-F-Ph, S, S), (N-3351: CH 2 COOMe, 4-F-Ph, 
S, S), (N-3352: CH 2 COOMe, 4-Br-Ph, S, S), (N-3353: CH 2 COOMe, 5-C1- 
thiophene-2-yl, S, S), (N-3354: CH 2 COOMe, 3,4-diF-Ph, S, S), (N-3355: 
CH 2 COOMe, 5-Br-thiophene-2-yl, S, S), (N-3356: CH 2 COOMe, 3,4-diBr-Ph, S, 
S), (N-3357: CH 2 COOMe, 4-CF 3 -Ph, S, S), (N-3358: CH 2 COOMe, 3-Cl-Ph, S, S), 
(N-3359: CH 2 COOMe, 3-Br-Ph, S, S), (N-3360: CH 2 COOMe, 3-F-Ph, S, S), (N- 
3361: CH 2 CH 2 COOMe, 4-F-Ph, S, S), (N-3362: CH 2 CH 2 COOMe, 4-Br-Ph, S, S), 
(N-3363: CH 2 CH 2 COOMe, 5-Cl-thiophene-2-yl, S, S), (N-3364: CH 2 CH 2 COOMe, 
3,4-diF-Ph, S, S), (N-3365: CH 2 CH 2 COOMe, 5-Br-thiophene-2-yl, S, S), (N- 
3366: CH 2 CH 2 COOMe, 3,4-diBr-Ph, S, S), (N-3367: CH 2 CH 2 COOMe, 4-CF 3 -Ph, 
S, S), (N-3368: CH 2 CH 2 COOMe, 3-Cl-Ph, S, S), (N-3369: CH 2 CH 2 COOMe, 3- 
Br-Ph, S, S), (N-3370: CH 2 CH 2 COOMe, 3-F-Ph, S, S), (N-3371: CH 2 COONH 2 , 

4- F-Ph, S, S), (N-3372: CH 2 COONH 2 , 4-Br-Ph, S, S), (N-3373: CH 2 COONH 2 , 

5- Cl-thiophene-2-yl, S, S), (N-3374: CH 2 COONH 2 , 3,4-diF-Ph, S, S), (N-3375: 
CH 2 COONH 2 , 5-Br-thiophene-2-yl, S, S), (N-3376: CH 2 COONH 2 , 3,4-diBr-Ph, 
S, S), (N-3377: CH 2 COONH 2 , 4-CFs-Ph, S, S), (N-3378: CH 2 COONH 2) 3-Cl-Ph, 
S, S), (N-3379: CH 2 COONH 2 , 3-Br-Ph, S, S), (N-3380: CH 2 COONH 2 , 3-F-Ph, S, 
S), (N-3381: CH2COONHCH3, 4-F-Ph, S, S), (N-3382: CH 2 COONHCH 3 , 4-Br-Ph, 
S, S), (N-3383: CH 2 COONHCH 3 , 5-Cl-thiophene-2-yl, S, S), (N-3384: 
CHjjCOONHCHs, 3,4-diF-Ph, S, S), (N-3385: CH 2 COONHCH 3 , 5-Br- 
thiophene-2-yl, S, S), (N-3386: CH 2 COONHCH 3 , 3,4-diBr-Ph, S, S), (N-3387: 
CH 2 COONHCH 3 , 4-CF 3 -Ph, S, S), (N-3388: CH 2 COONHCH 3 , 3-Cl-Ph, S, S), 
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(N-3389: CH2COONHCH3, 3-Br-Ph, S, S), (N-3390: CH 2 COONHCH 3 , 3-F-Ph, S, 
S), (N-3391: CH2CH2CI, 4-F-Ph, S, S), (N-3392: CH2CH2CI, 4-Br-Ph, S, S), (N- 
3393: CH2CH2CI, 5-Cl-thiophene-2-yl, S, S), (N-3394: CH 2 CH2C1, 3,4-diF-Ph, S, 
S), (N-3395: CH2CH2CI, 5-Br-thiophene-2-yl, S, S), (N-3396: CH 2 CH2C1, 3,4- 
5 diBr-Ph, S, S), (N-3397: CH2CH2CI, 4-CF 3 -Ph, S, S), (N-3398: CH2CH2CI, 3- 
Cl-Ph, S, S), (N-3399: CH2CH2CI, 3-Br-Ph, S, S), (N-3400: CH 2 CH2C1, 3-F-Ph, S, 
S), (N-3401: CONH2, 4-F-Ph, S, O), (N-3402: CONH2, 4-Br-Ph, S, O), (N-3403: 
CONH2, 5-Cl-thiophene-2-yl, S, O), (N-3404: CONH2, 3,4-diF-Ph, S, O), (N- 
3405: CONH2, 5-Br-thiophene-2-yl, S, O), (N-3406: CONH2, 3,4-diBr-Ph, S, O), 

10 (N-3407: CONH 2) 4-CF 3 -Ph, S, O), (N-3408: CONH2, 3-Cl-Ph, S, O), (N-3409: 
CONH2, 3-Br-Ph, S, O), (N-3410: CONH2, 3-F-Ph, S, O), (N-3411: CO2NHCH3, 
4-F-Ph, S, O), (N-3412: CO2NHCH3, 4-Br-Ph, S, O), (N-3413: CO2NHCH3, 5- 
Cl-thiophene-2-yl, S, O), (N-3414: CO2NHCH3, 3,4-diF-Ph, S, O), (N-3415: 
CO2NHCH3, 5-Br-thiophene-2-yl, S, O), (N-3416: CO2NHCH3, 3,4-diBr-Ph, S, 

15 O), (N-3417: CO2NHCH3, 4-CFs-Ph, S, O), (N-3418: CO2NHCH3, 3-Cl-Ph, S, O), 
(N-3419: CO2NHCH3, 3-Br-Ph, S, O), (N-3420: C0 2 NHCH 3 , 3-F-Ph, S, O), (N- 
3421: C0 2 N(CH 3 )2, 4-F-Ph, S, O), (N-3422: C02N(CH 3 ) 2 , 4-Br-Ph, S, O), (N- 
3423: C0 2 N(CH 3 ) 2 , 5-Cl-thiophene-2-yl, S, O), (N-3424: C0 2 N(CH 3 )2, 3,4-diF- 
Ph, S, O), (N-3425: C0 2 N(CH 3 ) 2 , 5-Br-thiophene-2-yl, S, O), (N-3426: 

20 C0 2 N(CH 3 )2, 3,4-diBr-Ph, S, O), (N-3427: C0 2 N(CH3)2, 4-CF 3 -Ph, S, O), (N- 
3428: C0 2 N(CH 3 )2, 3-Cl-Ph, S, O), (N-3429: C0 2 N(CH 3 )2, 3-Br-Ph, S, O), (N- 
3430: C0 2 N(CH 3 )2, 3-F-Ph, S, O), (N-3431: CO2H, 4-F-Ph, S, O), (N-3432: CO2H, 
4-Br-Ph, S, O), (N-3433: CO2H, 5-Cl-thiophene-2-yl, S, O), (N-3434: CO2H, 
3,4-diF-Ph, S, O), (N-3435: CO2H, 5-Br-thiophene-2-yl, S, O), (N-3436: CO2H, 

25 3,4-diBr-Ph, S, O), (N-3437: CO2H, 4-CFs-Ph, S, O), (N-3438: CO2H, 3-Cl-Ph, S, 
O), (N-3439: CO2H, 3-Br-Ph, S, O), (N-3440: CO2H, 3-F-Ph, S, O), (N-3441: NH2, 
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4-F-Ph, S, O), (N-3442: NH 2 , 4-Br-Ph, S, O), (N-3443: NH 2 , 5-Cl-thiophene-2- 
yl, S, O), (N-3444: NH 2 , 3,4-diF-Ph, S, O), (N-3445: NH 2) 5-Br.thiophene-2.yl, S, 
O), (N-3446: NH 2 , 3,4-diBr-Ph, S, O), (N-3447: NH 2 , 4-CFa-Ph, S, O), (N-3448: 
NH 2 , 3-Cl-Ph, S, 0), (N-3449: NH 2 , 3-Br-Ph, S, O), (N-3450: NH 2) 3-F-Ph, S, O), 
(N-3451: CH 2 C00Me, 4-F-Ph, S, O), (N-3452: CH 2 COOMe, 4-Br-Ph, S, O), (N- 
3453: CH 2 COOMe, 5-Cl-thiophene-2-yl, S, O), (N-3454: CH 2 COOMe, 3,4-diF- 
Ph, S, O), (N-3455: CH 2 COOMe, 5-Br-thiophene-2-yl, S, O), (N-3456: 
CH 2 COOMe, 3,4-diBr-Ph, S, O), (N-3457: CH 2 COOMe, 4-CFs-Ph, S, O), (N- 
3458: CH 2 COOMe, 3-Cl-Ph, S, O), (N-3459: CH 2 COOMe, 3-Br-Ph, S, O), (N- 
3460: CH 2 COOMe, 3-F-Ph, S, O), (N-3461: CH 2 CH 2 COOMe, 4-F-Ph, S, O), (N- 
3462: CH 2 CH 2 COOMe, 4-Br-Ph, S, O), (N-3463: CH 2 CH 2 COOMe, 5-C1- 
thiophene-2-yl, S, O), (N-3464: CH 2 CH 2 COOMe, 3,4-diF-Ph, S, O), (N-3465: 
CH 2 CH 2 COOMe, 5-Br-thiophene-2-yl, S, O), (N-3466: CH 2 CH 2 COOMe, 3,4- 
diBr-Ph, S, O), (N-3467: CH 2 CH 2 COOMe, 4-CF 3 -Ph, S, O), (N-3468: 
CH 2 CH 2 COOMe, 3-Cl-Ph, S, O), (N-3469: CH 2 CH 2 COOMe, 3-Br-Ph, S, O), (N- 
3470: CH 2 CH 2 COOMe, 3-F-Ph, S, O), (N-3471: CH 2 COONH 2 , 4-F-Ph, S, O), 
(N-3472: CH 2 COONH 2 , 4-Br-Ph, S, O), (N-3473: CH 2 COONH 2 , 5-C1- 
thiophene-2-yl, S, O), (N-3474: CH 2 COONH 2 , 3,4-diF-Ph, S, O), (N-3475: 
CH 2 COONH 2 , 5-Br-thiophene-2-yl, S, O), (N-3476: CH 2 COONH 2 , 3,4-diBr-Ph, 
S, O), (N-3477: CH 2 COONH 2 , 4-CF 3 -Ph, S, O), (N-3478: CH 2 COONH 2 , 3-Cl-Ph, 
S, O), (N-3479: CH 2 COONH 2 , 3-Br-Ph, S, O), (N-3480: CH 2 COONH 2 , 3-F-Ph, S, 
O), (N-3481: CH 2 COONHCH 3 , 4-F-Ph, S, O), (N-3482: CH 2 COONHCH 3 , 4-Br- 
Ph, S, O), (N-3483: CH 2 COONHCH 3 , 5-Cl-thiophene-2-yl, S, O), (N-3484: 
CH 2 COONHCH 3 , 3,4-diF-Ph, S, O), (N-3485: CH 2 COONHCH 3 , 5-Br- 
thiophene-2-yl, S, O), (N-3486: CH 2 COONHCH 3 , 3,4-diBr-Ph, S, O), (N-3487: 
CH 2 COONHCH 3 , 4-CF 3 -Ph, S, O), (N-3488: CH 2 COONHCH 3 , 3-Cl-Ph, S, O), 
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(N-3489: CH2COONHCH3, 3-Br-Ph, S, 0), (N-3490: CH 2 COONHCH 3 , 3-F-Ph, S, 
O), (N-3491: CH2CH2CI, 4-F-Ph, S, O), (N-3492: CH2CH2CI, 4-Br-Ph, S, O), 
(N-3493: CH 2 CH2C1, 5-Cl-thiophene-2-yl, S, O), (N-3494: CH2CH2CI, 3,4-diF- 
Ph, S, O), (N-3495: CH2CH2CI, 5-Br-thiophene.-2-yl, S, O), (N-3496: CH2CH2CI, 
5 3,4-diBr-Ph, S, O), (N-347: CH2CH2CI, 4-CFs-Ph, S, O), (N-3498: CH2CH2CI, 
3-Cl-Ph, S, O), (N-3499: CH2CH2CI, 3-Br-Ph, S, O), (N-3500: CH 2 CH2C1, 3-F- 
Ph, S, O), (N-3501: CONH2, 4-F-Ph, O, S), (N-3502: CONH2, 4-Br-Ph, O, S), 
(N-3503: CONH2, 5-Cl-thiophene-2-yl, O, S), (N-3504: CONH 2) 3,4-diF-Ph, O, 
S), (N-3505: CONH2, 5-Br-thiophene-2-yl, O, S), (N-3506: CONH2, 3,4-diBr-Ph, 

10 O, S), (N-3507: CONH2, 4-CF 3 -Ph, O, S), (N-3508: CONH2, 3-Cl-Ph, O, S), (N- 
3509: CONH2, 3-Br-Ph, O, S), (N-3510: CONH2, 3-F-Ph, O, S), (N-3511: 
CO2NHCH3, 4-F-Ph, O, S), (N-3512: CO2NHCH3, 4-Br-Ph, O, S), (N-3513: 
CO2NHCH3, 5-Cl-thiophene-2-yl, O, S), (N-3514: CO2NHCH3, 3,4-diF-Ph, O, S), 
(N-3515: CO2NHCH3, 5-Br-thiophene-2-yl, O, S), (N-3516: CO2NHCH3, 3,4- 

15 diBr-Ph, O, S), (N-3517: CO2NHCH3, 4-CF 3 -Ph, O, S), (N-3518: C0 2 NHCH 3) 
3-Cl-Ph, O, S), (N-3519: C0 2 NHCH 3 , 3-Br-Ph, O, S), (N-3520: CO2NHCH3, 3- 
F-Ph, O, S), (N-3521: C0 2 N(CH3)2, 4-F-Ph, O, S), (N-3522: C0 2 N(CH 3 )2, 4-Br- 
Ph, O, S), (N-3523: C02N(CH 3 ) 2 , 5-Cl-thiophene-2-yl, O, S), (N-3524: 
C02N(CH 3 ) 2 , 3,4-diF-Ph, O, S), (N-3525: C0 2 N(CH 3 )2, 5-Br-thiophene-2-yl, O, 

20 S), (N-3526: C0 2 N(CH3)2, 3,4-diBr-Ph, O, S), (N-3527: C02N(CH 3 ) 2 , 4-CF 3 -Ph, 
O, S), (N-3528: C0 2 N(CH 3 )2, 3-Cl-Ph, O, S), (N-3529: C0 2 N(CH3) 2 , 3-Br-Ph, O, 
S), (N-3530: C0 2 N(CH3)2, 3-F-Ph, O, S), (N-3531: CO2H, 4-F-Ph, O, S), (N-3532: 
CO2H, 4-Br-Ph, O, S), (N-353: CO2H, 5-Cl-thiophene-2-yl, O, S), (N-3534: CO2H, 
3,4-diF-Ph, O, S), (N-3535: CO2H, 5-Br-thiophene-2-yl, O, S), (N-3536: CO2H, 

25 3,4-diBr-Ph, O, S), (N-3537: CO2H, 4-CFs-Ph, O, S), (N-3538: CO2H, 3-Cl-Ph, O, 
S), (N-3539: CO2H, 3-Br-Ph, O, S), (N-3540: CO2H, 3-F-Ph, O, S), (N-3541: NH2, 
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4-F-Ph, O, S), (N-3542: NH 2 , 4-Br-Ph, O, S), (N-3543: NH2, 5-Cl-thiophene-2- 
yl, O, S), (N-3544: NH 2 , 3,4-diF-Ph, O, S), (N-3545: NH 2> 5-Br-thiophene-2-yl, 
O, S), (N-3546: NH2, 3,4-diBr-Ph, O, S), (N-3547: NH 2) 4-CFa-Ph, O, S), (N- 
3548: NH 2) 3-Cl-Ph, O, S), (N-3549: NH 2 , 3-Br-Ph, O, S), (N-3550: NH 2 , 3-F-Ph, 
5 O, S), N35-51: CH 2 COOMe, 4-F-Ph, O, S), (N-3552: CH 2 COOMe, 4-Br-Ph, O, S), 
(N-3553: CH 2 COOMe, 5-Cl-thiophene-2-yl, O, S), (N-3554: CH 2 COOMe, 3,4- 
diF-Ph, O, S), (N-355: CH 2 COOMe, 5-Br-thiophene-2-yl, O, S), (N-3556: 
CH 2 COOMe, 3,4-diBr-Ph, O, S), (N-3557: CH 2 COOMe, 4-CF 3 -Ph, O, S), (N- 
3558: CH 2 COOMe, 3-Cl-Ph, O, S), (N-3559: CH 2 COOMe, 3-Br-Ph, O, S), (N- 

10 3560: CH 2 COOMe ( 3-F-Ph, O, S), (N-3561: CH 2 CH 2 COOMe, 4-F-Ph, O, S), (N- 
3562: CH 2 CH 2 COOMe, 4-Br-Ph, O, S), (N-3563: CH 2 CH 2 COOMe, 5-C1- 
thiophene-2-yl, O, S), (N-3564: CH 2 CH 2 COOMe, 3,4-diF-Ph, O, S), (N-3565: 
CH 2 CH 2 COOMe, 5-Br-thiophene-2-yl, O, S), (N-3566: CH 2 CH 2 COOMe, 3,4- 
diBr-Ph, O, S), (N-3567: CH 2 CH 2 COOMe, 4-CF 3 -Ph, O, S), (N-3568: 

15 CH 2 CH 2 COOMe, 3-Cl-Ph, O, S), (N-3569: CH 2 CH 2 COOMe, 3-Br-Ph, O, S), (N- 
3570: CH 2 CH 2 COOMe, 3-F-Ph, O, S), (N-3571: CH 2 COONH 2 , 4-F-Ph, O, S), 
(N-3572: CH 2 COONH 2 , 4-Br-Ph, O, S), (N-3573: CH 2 COONH 2 , 5-C1- 
thiophene-2-yl, O, S), (N-3574: CH 2 COONH 2 , 3,4-diF-Ph, O, S), (N-3575: 
CH 2 COONH 2 , 5-Br-thiophene-2-yl, O, S), (N-3576: CH 2 COONH 2 , 3,4-diBr-Ph, 

20 O, S), (N-3577: CH 2 COONH 2 , 4-CFs-Ph, O, S), (N-3578: CH 2 COONH 2 , 3-Cl-Ph, 
O, S), (N-3579: CH 2 COONH 2 , 3-Br-Ph, O, S), (N-3580: CH 2 COONH 2 , 3-F-Ph, O, 
S), (N-3581: CH 2 COONHCH 3 , 4-F-Ph, O, S), (N-3582: CH 2 COONHCH 3 , 4-Br- 
Ph, O, S), (N-3583: CH 2 COONHCH 3 , 5-Cl-thiophene-2-yl, O, S), (N-3584: 
CH 2 COONHCH 3 , 3,4-diF-Ph, O, S), (N-3585: CH 2 COONHCH 3 , 5-Br- 

25 thiophene-2-yl, O, S), (N-3586: CH 2 COONHCH 3) 3,4-diBr-Ph, O, S), (N-3587: 
CH 2 COONHCH 3 , 4-CF 3 -Ph, O, S), (N-3588: CH 2 COONHCH 3 , 3-Cl-Ph, O, S), 
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(N-3589: CH2COONHCH3, 3-Br-Ph, 0, S), (N-3590: CH2COONHCH3, 3-F-Ph, O, 
S), (N-3591: CH2CH2CI, 4-F-Ph, O, S), (N-3592: CH2CH2CI, 4-Br-Ph, O, S), 
(N-3593: CH2CH2CI, 5-Cl-thiophene-2-yl, O, S), (N-3594: CH2CH2CI, 3,4-diF- 
Ph, O, S), (N-3595: CH2CH2CI, 5-Br-thiophene-2-yl, O, S), (N-356: CH2CH2CI, 
5 3,4-diBr-Ph, O, S), (N-3597: CH2CH2CI, 4-CFa-Ph, O, S), (N-3598: CH2CH2CI, 
3-Cl-Ph, O, S), (N-3599: CH2CH2CI, 3-Br-Ph, O, S), (N-3600: CH2CH2CI, 3-F- 
Ph, O, S), (N-3601: CONH2, 4-F-Ph, O, 0), (N-3602: CONH2, 4-Br-Ph, O, O), 
(N-3603: CONH 2) 5-Cl-thiophene-2-yl, O, O), (N-3604: CONH 2) 3,4-diF-Ph, O, 
O), (N-3605: CONH 2 , 5-Br-thiophene-2-yl, 0, O), (N-3606: CONH 2) 3,4-diBr-Ph, 

10 O, O), (N-3607: CONH2, 4-CFa-Ph, O, O), (N-3608: CONH2, 3-Cl-Ph, O, O), 
(N-3609: CONH2, 3-Br-Ph, O, O), (N-3610: CONH2, 3-F-Ph, O, O), (N-3611: 
CO2NHCH3, 4-F-Ph, O, O), (N-3612: CO2NHCH3, 4-Br-Ph, O, O), (N-3613: 
CO2NHCH3, 5-Cl-thiophene-2-yl, O, O), (N-3614: C0 2 NHCH 3 , 3,4-diF-Ph, O, O), 
(N-3615: CO2NHCH3, 5-Br-thiophene-2-yl, O, O), (N-3616: CO2NHCH3, 3,4- 

15 diBr-Ph, O, O), (N-3617: CO2NHCH3, 4-CFs-Ph, O, O), (N-3618: CO2NHCH3, 
3-Cl-Ph, O, O), (N-3619: CO2NHCH3, 3-Br-Ph, O, O), (N-3620: CO2NHCH3, 3- 
F-Ph, O, O), (N-3621: C0 2 N(CH3)2, 4-F-Ph, O, O), (N-3622: C0 2 N(CH 3 )2, 4-Br- 
Ph, O, 0), (N-3623: C0 2 N(CH 3 )2, 5-Cl-thiophene-2-yl, O, O), (N-3624: 
C0 2 N(CH3)2, 3,4-diF-Ph, O, O), (N-3625: C0 2 N(CH 3 )2, 5-Br-thiophene-2-yl, O, 

20 O), (N-3626: C02N(CH 3 )2, 3,4-diBr-Ph, O, O), (N-3627: C0 2 N(CH 3 ) 2 , 4-CF 3 -Ph, 
O, O), (N-3628: C0 2 N(CH 3 )2, 3-Cl-Ph, O, O), (N-3629: C0 2 N(CH 3 )2, 3-Br-Ph, O, 
O), (N-3630: C0 2 N(CH 3 )2, 3-F-Ph, O, O), (N-3631: CO2H, 4-F-Ph, O, O), (N- 
3632: CO2H, 4-Br-Ph, O, O), (N-3633: C0 2 H, 5-Cl-thiophene-2-yl, O, O), (N- 
3634: CO2H, 3,4-diF-Ph, O, O), (N-3635: CO2H, 5-Br-thiophene-2-yl, O, O), 

25 (N-3636: CO2H, 3,4-diBr-Ph, O, O), (N-3637: CO2H, 4-CFa-Ph, O, O), (N-3638: 
CO2H, 3-Cl-Ph, O, O), (N-3639: CO2H, 3-Br-Ph, O, O), (N-3640: CO2H, 3-F-Ph, 
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0, 0), (N-3641: NH 2 , 4-F-Ph, 0, 0), (N-3642: NH 2 , 4-Br-Ph, 0, 0), (N-3643: NH 2 , 
5-Cl-thiophene-2-yl, 0, 0), (N-3644: NH 2 , 3,4-diF-Ph, 0, 0), (N-3645: NH 2) 5- 
Br-thiophene-2-yl, 0, 0), (N-3646: NH 2) 3,4-diBr-Ph, 0, 0), (N-3647: NH 2 , 4- 
CF 3 -Ph, 0, 0), (N-3648: NH 2 , 3-Cl-Ph, 0, 0), (N-3649: NH 2 , 3-Br-Ph, 0, 0), 
5 (N-3650: NH 2 , 3-F-Ph, 0, 0), (N-3651: CH 2 COOMe, 4-F-Ph, 0, 0), (N-3652: 
CH 2 COOMe, 4-Br-Ph, 0, 0), (N-3653: CH 2 COOMe, 5-Cl-thiophene-2-yl, 0, 0), 
(N-3654: CH 2 COOMe, 3,4-diF-Ph, 0, 0), (N-3655: CH 2 C00Me, 5-Br- 
thiophene-2-yl, 0, 0), (N-3656: CH 2 C00Me, 3,4-diBr-Ph, 0, 0), (N-3657: 
CH 2 C00Me, 4-CFa-Ph, 0, 0), (N-3658: CH 2 COOMe, 3-Cl-Ph, 0, 0), (N-3659: 

10 CH 2 C00Me, 3-Br-Ph, 0, 0), (N-3660: CH 2 COOMe, 3-F-Ph, 0, 0), (N-3661: 
CH 2 CH 2 C00Me, 4-F-Ph, 0, 0), (N-3662: CH 2 CH 2 COOMe, 4-Br-Ph, 0, 0), (N- 
3663: CH 2 CH 2 COOMe, 5-Cl-thiophene-2-yl, 0, 0), (N-3664: CH 2 CH 2 COOMe, 
3,4-diF-Ph, 0, 0), (N-3665: CH 2 CH 2 C00Me, 5-Br-thiophene-2-yl, 0, 0), (N- 
3666: CH 2 CH 2 COOMe, 3,4-diBr-Ph, 0, 0), (N-3667: CH 2 CH 2 COOMe, 4-CF 3 -Ph, 

15 0, 0), (N-3668: CH 2 CH 2 COOMe, 3-Cl-Ph, 0, 0), (N-3669: CH 2 CH 2 COOMe, 3- 
Br-Ph, 0, 0), (N-3670: CH 2 CH 2 COOMe, 3-F-Ph, 0, 0), (N-3671: CH 2 COONH 2 , 
4-F-Ph, 0, 0), (N-3672: CH 2 COONH 2) 4-Br-Ph, 0, 0), (N-3673: CH 2 COONH 2 , 
5.Cl-thiophene-2-yl, 0, 0), (N-3674: CH 2 COONH 2 , 3,4-diF-Ph, 0, 0), (N-3675: 
CH 2 COONH 2 , 5-Br-thiophene-2-yl, 0, 0), (N-3676: CH 2 COONH 2) 3,4-diBr-Ph, 

20 0, 0), (N-3677: CH 2 COONH 2 , 4-CF 3 -Ph, 0, 0), (N-3678: CH 2 COONH 2 , 3-Cl-Ph, 
0, 0), (N-3679: CH 2 COONH 2 , 3-Br-Ph, 0, 0), (N-3680: CH 2 COONH 2 , 3-F-Ph, 0, 
0), (N-3681: CH 2 COONHCH 3 , 4-F-Ph, 0, 0), (N-3682: CH 2 COONHCH 3 , 4-Br- 
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(N-3689: CH2COONHCH3, 3-Br-Ph, 0, O), (N-3690: CH2COONHCH3, 3-F-Ph, O, 
O), (N-3691: CH2CH2CI, 4-F-Ph, O, O), (N-3692: CH2CH2CI, 4-Br-Ph, O, O), 
(N-3693: CH2CH2C1, 5-Cl-thiophene-2-yl, O, O), (N-3694: CH 2 CH2C1, 3,4-diF- 
Ph, O, O), (N-3695: CH2CH2CI, 5-Br-thiophene-2-yl, O, O), (N-3696: CH2CH2CI, 
5 3,4-diBr-Ph, O, O), (N-3697: CH2CH2CI, 4-CF 3 -Ph, O, O), (N-3698: CH 2 CH2C1, 
3-Cl-Ph, O, O), (N-3699: CH2CH2CI, 3-Br-Ph, O, O), (N-3700: CH2CH2CI, 3-F- 
Ph, O, O), (N-3701: 4-NH 2 -Ph, H, S, S), (N-3702: 4-N(Ac)H-Ph, H, S, S), (N- 
3703: 4-OH-Ph, H, S, S), (N-3704: 3,4.di(OH) 2 -Ph, H, S, S), (N-3705: 3,4- 
di(NH 2 )-Ph, H, S, S), (N-3706: 3:4-[N(Ac)H] 2 -Ph, H, S, S), (N-3707: 4-SH-Ph, H, 

10 S, S), (N-3708: 4-SMe-Ph, H, S, S), (N-3709: 3,4-diBr-Ph, H, S, S), (N-3710: 4- 
N(Me)H-Ph, H, S, S), (N-3711: 4-N(Me) 2 -Ph, H, S, S), (N-3712: 4-N(Me) 3 + -Ph, H, 
S, S), (N-3713: 4-Et-Ph, H, S, S), (N-3714: 4-iPr-Ph, H, S, S), (N-3715: 4-nPr- 
Ph, H, S, S), (N-3716: 4-nBu-Ph, H, S, S), (N-3717: 4-iBu-Ph, H, S, S), (N-3718: 
3,4-diMe-Ph, H, S, S), (N-3719: l,3-Benzodioxole-5-yl, H, S, S), (N-3720: N- 

15 Me-pyridinium-4-yl, H, S, S), (N-3721: N-Me-pyridinium-3-yl, H, S, S), (N- 
3722: 5-Me-Pyridine-2-yl, H, S, S), (N-3723: 2-Pyrazinyl, H, S, S), (N-3724: 3- 
Pyrrolyl, H, S, S), (N-3725: l-Me-pyrrole-3-yl, H, S, S), (N-3726: Pyridine N- 
oxide-4-yl, H, S, S), (N-3727: Pyridine N-oxide-3-yl, H, S, S), (N-3728: 6-OH- 
pyridine-3-yl, H, S, S), (N-3729: 6-SH-pyridine-3-yl, H, S, S), (N-3730: 1-Ac- 

20 pyrrole-3-yl, H, S, S), (N-3731: 4-CFa-Ph, H, S, S), (N-3732: 4-CN-Ph, H, S, S), 
(N-3733: 4-CHO-Ph, H, S, S), (N-3734: 3-Cl-Ph, H, S, S), (N-3735: 3-Br-Ph, H, 
S, S), (N-3736: 3-F-Ph, H, S, S), (N-3737: 3-I-Ph, H, S, S), (N-3738: 4-I-Ph, H, S, 
S), (N-3739: 4-OCF 3 -Ph, H, S, S), (N-3740: 3,4-diI-Ph, H, S, S), (N-3741: 
Indole-6-yl, H, S, S), (N-3742: l-Ac-indole-6-yl, H, S, S), (N-3743: 1-Me- 

25 indole-6-yl, H, S, S), (N-3744: 4-(l-Imidazolyl)-Ph, H, S, S), (N-3745: 4- 
Morphorino-Ph, H, S, S), (N-3746: 4-(l-Piperazinyl)-Ph, H, S, S), (N-3747: 
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2:5-diMe-thiophene-3-yl, H, S, S), (N-3748: 2-Furyl, H, S, S), (N-3749: 5-Me- 
furan-2-yl, H, S, S), (N-3750: 5-Me-furan-2-yl, H, S, S), (N-3751: 2-Thiazolyl, H, 
S, S), (N-3752: l:4-Benzodioxin-6-yl, H, S, S), (N-3753: Benzo[b]furan-2-yl, H, 
S, S), (N-3754: 4-NH 2 CH 2 -Ph, H, S, S), (N-3755: 4-N(Me)HCH 2 -Ph, H, S, S), 
5 (N-3756: 4-N(Me) 2 CH 2 -Ph, H, S, S), (N-3757: 6-Cl-pyridine-3-yl, H, S, S), <N- 
3758: 5,6-diCl-pyridine-3-yl, H, S, S), (N-3759: 5-Cl-pyridine-2-yl, H, S, S), 
(N-3760: 4:5-diCl-pyridine-2-yl, H, S, S), (N-3761: 4-ClCH 2 -Bn, H, S, S), (N- 
3762: Bn, H, S, S), (N-3763: 4-Cl-Bn, H, S, S), (N-3764: 4-Br-Bn, H, S, S), (N- 
3765: 4-F-Bn, H, S, S), (N-3766: 3,4-diCl-Bn, H, S, S), (N-3767: 3,4-diBr-Bn, H, 
10 S, S), (N-3768: 3,4-diF-Bn, H, S, S), (N-3769: 4-Cl-Bz, H, S, S), (N-3770: 3,4- 
diCl-Bz, H, S, S), (N-3771: 4-Br-Bz, H, S, S), (N-3772: 3,4-diBr-Bz, H, S, S), 
(N-3773: 4-F-Bz, H, S, S), (N-3774: 3,4-diF-Bz, H, S, S), (N-3775: 4-NH 2 -Ph, H, 
S, O), (N-3776: 4-N(Ac)H-Ph, H, S, O), (N-3777: 4-OH-Ph, H, S, O), (N-3778: 
3,4-di(OH) 2 -Ph, H, S, O), (N-3779: 3,4-di(NH 2 )-Ph, H, S, O), (N-3780: 3:4- 
15 [N(Ac)H] 2 -Ph, H, S, O), (N-3781: 4-SH-Ph, H, S, O), (N-3782: 4-SMe-Ph, H, S, 
O), (N-3783: 3,4-diBr-Ph, H, S, O), (N-3784: 4-N(Me)H-Ph, H, S, O), (N-3785: 
4-N(Me) 2 -Ph ) H, S, O), (N-3786: 4-N(Me) 3 + -Ph, H, S, O), (N-3787: 4-Et-Ph, H, S, 
O), (N-3788: 4-iPr-Ph, H, S, O), (N-3789: 4-nPr-Ph, H, S, O), (N-3790: 4-nBu- 
Ph, H, S, O), (N-3791: 4-iBu-Ph, H, S, O), (N-3792: 3,4-diMe-Ph, H, S, O), (N- 
20 3793: l,3-Benzodioxole-5-yl, H, S, O), (N-3794: N-Me-pyridinium-4-yl, H, S, O), 
(N-3795: N-Me-pyridinium-3-yl, H, S, O), (N-3796: 5-Me-Pyridine-2-yl, H, S, 
O), (N-3797: 2-Pyrazinyl, H, S, O), (N-3798: 3-Pyrrolyl, H, S, O), (N-3799: 1- 
Me-pyrrole-3-yl, H, S, O), (N-3800: Pyridine N-oxide-4-yI, H, S, 0) ( (N-3801: 
Pyridine N-oxide-3-yl, H, S, O), (N-3802: 6-OH-pyridine-3-yl, H, S, O), (N- 
25 3803: 6-SH-pyridine-3-yl, H, S, O), (N-3804: l-Ac-pyrrole-3-yl, H, S, O), (N- 
3805: 4-CF 3 -Ph, H, S, O), (N-3806: 4-CN-Ph, H, S, O), (N-3807: 4-CHO-Ph, H, S, 
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O), (N-3808: 3-Cl-Ph, H, S, O), (N-3809: 3-Br-Ph, H, S, O), (N-3810: 3-F-Ph, H, 
S, O), (N-3811: 3-I-Ph, H, S, 0), (N-3812: 4-I-Ph, H, S, O), (N-3813: 4-OCFa-Ph, 
H, S, O), (N-3814: 3,4-diI-Ph, H, S, O), (N-3815: Indole-6-yl, H, S, O), (N-3816: 

1- Ac-indole-6-yl, H, S, O), (N-3817: l-Me-indole-6-yl, H, S, O), (N-3818: 4-(l- 
5 Imidazolyl)-Ph, H, S, O), (N-3819: 4-Morphorino-Ph, H, S, O), (N-3820: 4-(l- 

Piperazinyl)-Ph, H, S, O), (N-3821: 2:5-diMe-thiophene-3-yl, H, S, O), (N-3822: 

2- Furyl, H, S, O), (N-3823: 5-Me-furan-2-yl, H, S, O), (N-3824: 5-Me-furan-2- 
yl, H, S, O), (N-3825: 2-Thiazolyl, H, S, O), (N-3826: l:4-Benzodioxin-6-yl, H, S, 
O), (N-3827: Benzo[b]furan-2-yl, H, S, O), (N-3828: 4-NH 2 CH 2 -Ph, H, S, O), 

10 (N-3829: 4-N(Me)HCH 2 -Ph, H, S, O), (N-3830: 4-N(Me) 2 CH2-Ph, H, S, O), (N- 
3831: 6-Cl-pyridine-3-yl, H, S, O), (N-3832: 5,6-diCl-pyridine-3-yl, H, S, O), 
(N-3833: 5-Cl-pyridine-2-yl, H, S, O), (N-3834: 4:5-diCl-pyridine-2-yl, H, S, O), 
(N-3835: 4-ClCH 2 -Bn, H, S, O), (N-3836: Bn, H, S, O), (N-3837: 4-Cl-Bn, H, S, 
O), (N-3838: 4-Br-Bn, H, S, O), (N-3839: 4-F-Bn, H, S, O), (N-3840: 3,4-diCl-Bn, 

15 H, S, O), (N-3841: 3,4-diBr-Bn, H, S, O), (N-3842: 3,4-diF-Bn, H, S, O), (N-3843: 
4-Cl-Bz, H, S, O), (N-3844: 3,4-diCl-Bz, H, S, O), (N-3845: 4-Br-Bz, H, S, O), 
(N-3846: 3,4-diBr-Bz, H, S, O), (N-3847: 4-F-Bz, H, S, O), (N-3848: 3,4-diF-Bz, 
H, S, O), (N-3849: 4-N0 2 -Bn, H, S, O), (N-3850: 4-CN-Bn, H, S, O) 

20 umm 

uwim i hn>**xf > (tpo) (ommtmrn 

fc h TPO(hTPO)*3 i t>*-^ V* TPO(mTPO)W. R&D Systems tt «fc 9 B£ A L fc c 
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M^BSa 2.2x105^$: 3 cm v'-f — M^JML, 10%^;? / — i£ ft? L fc -f £ 
l%jMLT37°C N 5% COa^^TT* 7 B FbI^^ n Lfc 0 

^W^^^El 1 (i^c-To 

SSSt#J3 it^m{B-n)(D TPO ^^fr^^tt 

*it^m<D TPO ^ftr/S^tt^, =i U J. Cell. Physiol., 137: 293-298 

(1988)fd fB$c ^ixTV^S^jfetrSp DT t h TPO BaF-B03 Mlfe^ 

^AttfMtfc, TP0^#'l±iM|fcBaF/hTP0R£m^TMU/;: o ho;/** 
tffa:?- ls%LmW& a— Ki-S3te^(75^Si2?U{^> fc'iyf)© Proc. Natl. Acad. 
Sci. 89:5640-5644 (1992){Cf5^ $ tfC V* 5 „ BaF-B03 
TPOttJfcSFUfcV^ IL-3g£>NBJl&Oig3IM (fclfctf WEHI-3) £ SsJP Lfc RPMI 
JtifilrTlf BaF/hTPOR#BJJ&£: RPMI ~0 1 0«si*8U IL-3 M 

mm&mM u-cv^^ rpmi *g*t&ic^ig 96^^^^a^w — hizmm& 

5x10* i/!>x/Hc45J: 5 Lt, 5 VMS hTPO SrSsflP Lfc 0 

5%co 2 #&t-c 37t, 20 i^m^ti Lfcmt-, jRBiaiBJe^o^wiii-cfcs wst-i 

f*|g (SfiigttM) £8s;&PL. 4l#ro«K: 460nm <D»iR«:*!|J£ Lfco ^©^4: 
111 2 {C^-fo TPO L-CV*fc^«t*-e*>5 BaF^fflflS^ffi 

fc^?* TPO ^mW^^^-r^> BaF/mTPOR JNBja©fS!gFtt*ai-<fc*l*4rBI 4 
t-*to E D 5 0 ljt£ fc h TPO ©¥**Jfc«<±&^i-'flS'fr«>0>»aE£ L. 
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ICpf) JNO. 


ED50 (nM) 


iti&W No. 


ED50 OiM) 


it^W No. 


ED50 (11M) 


A-l 


0.012 


A-32 


0.077 


A-73 


0.070 


A-2 


0.058 


A-37 


0.027 


B-l 


0.071 


A-3 


0.017 


A-38 


0.047 


B-2 


0.011 


A-4 


0.036 


A-42 


0.072 


B-3 


j 0.047 


A-5 


0.022 


A-43 


0.073 


B-4 


0.037 


A-6 


0.045 


A-49 


0.035 


B-5 


0.047 


A-7 


0.060 


A-50 


0.026 


B-6 


0.072 


A-ll 


0.031 


A r 0 

A-53 


0.023 


B-14 


0.023 


A- 12 


0.011 


A-56 


0.096 


B-15 


0.077 


A- 13 


0.021 


A-59 


0.084 


B-16 


0.020 


A- 14 


0.015 


A-61 


0.069 


B-17 


0.030 


A- 15 


0.026 


A-63 


0.016 


B-18 


0.016 


A- 16 


0.049 


A-64 


0.047 


B-21 


0.084 


A-20 


0.029 


A-67 


0.050 


C-l 


0.068 


A-21 


0.041 


A-70 


0.020 


E-2 


0.062 


A-25 


0.099 


A-71 


0.080 


H-5 


0.047 


A-26 


0.072 


A-72 


0.035 
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TPO$Wii±^ Jak2. She, Mpl & if <D > y-T^fc mft^fc V ^mt £ tl 5 
-i« s K5 y 1/ b<D J. Biol. Chem, 270:4979-4982 (1995) 15 ic $ tlX ^ 5 „ 
^^-a-^jf'J^JC J; t) fe^^tuSlfflJia^jv'^-^yU^ TPO ic ± 5 <£> © <b |5] CMSS "C 

-^£> W^ffeK:^ CTH^fc, BaF/hTPOR iifflj§&£ WHEHI-3 «it^tttt 
V^V> RPMI ««JC 1x10' ffi/ml U , 37°C4 mfflmm L fc„ Iffl/JSfC 

25ng/ml <D TPO tKli 200 nM <Djk<£-!®>(B-n)% mtiQ 37°C10^ 

moist ufcuuc M£ pbs T'-iutt^ u i% hy xioo-c"5r^-ft: & 

2 5 l££ i: a6fc 0 
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(B-17) 


TPO 


Jakl 






- 


Jak2 




+ 


! + 


Jak3 




- 


- 


Tyk2 




+ 


+ 


STAT1 




- 


- 


STAT3 




+ 


+ 


STATS 




+ 


+ 


STAT6 




- 


- 


Mpl 




+ 


+ 


She 




+ 


+ ! 


Cbl 




+ 


+ 


Vav 




+ 


+ 


Ship | 








SHPTP2 




+ 


+ 


PI3K 








PLCyI 




+ 


+ 


MAPK 




+ 


+ 


SAPK 




+ 


+ 


P38MAPK 




+ 


+ 
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m 2 bfc J: 5 Kl, #te^#>te^ig#e#ift{£ TPO ^te*fflj&|* BaF/hTPOR 

TPO S«f*:4:ISm**fc BaF/mTPOR IIBJia^tiflfe b/jj^ofc. gt. 
-to^fi 9 . *^^*ds t h TPO ^i&#je:#||ffji£f£ffl TPO 7 b 

Jak2, Tyk2, STAT3, STAT5, She, Vav, SHPTP2. MpK PLC y 1, 
CbK MAPK. SAPK, p38MAPK T% TPO $0 Wt \Z. J; 5 <D h m — t? fe o „ £t_h 

9 , *ik&m<D tpo r =r= ^ tpo t m tv^t/^gits 



mmm 
mmm 1 

5£ ( i ) t?*fc?n-2>-fb-^^ iomg 

700 mg 

3 — >^^?— =f- 274 mg 

HPC-L 16 mg 

1000 mg 

s£ ( I ) ^tSfo^n^-fb^^JiifL^^ 6 0 p< >y ^©^s^Cii-To 
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&s &tt (Jf LfcBU^*£ ?Lf 0. 5-1 mm) L£©*>, $£4gg-f£o m^titz 
5 2 

« t © j$ ft & $ m t % * y -fe )v % m m at * » £ -r z> . 



^ ( i ) ■zm.frtstiz.ih&m iomg 

?L«g 79 mg 
n — >^^— 5=" 10 mg 
10 X^T';>^y^->frA 1 mg 



100 mg 

5£ (I) T*3l:b£ft<g>4b£.tK 6 0 * yS/a044i\Cir. n — > * 

^-fiii 2 o p< $«• © -s £ ?i -t <> :n^xT7'j>i7^*>-i)Ai 
15 -r So 

^3001 3 



Si ( I ) X-mt>$tl^it^^ 15 mg 

20 90 mg 

^ — — 42 mg 
HPC-L 3 mg 



150 mg 

25 * — ?S 1 2 O^yi/aOii^KIt. C ft 6 $g-&5fcC H P C - L 
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mmm 4 

5£ ( 1 ) -e^t>$n^<b^-fe 10 mg 

fl^ 90 mg 

W$£g,± KU—X 30mg 
CMC-Na 15 mg 

XtT U >&v^*j>fr A 5 mg 

150 mg 

5£ (I) -e3l;b;*tt3<b^$K Hi, ^i^a-b^D-^ N CMC-Na (UA, 
5fc£jS£TU 1 5 0 m g <Z> f# £ <, 
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i . -ma ( I ) : 




Y'li-NR A CO - (CH 2 ) o - 2 ~ . -NR A CO-(CH 2 ) 0 _ 2 -W-, - 
NR A CO-CH = CH-, -W- (CH 2 ) l . 5 -NR A CO- (CH 2 ) 0 _ 2 

10 - N -W- (CH 2 ) x-s-CONRA- (CH 2 ) 0 _ 2 - , — C O N R A — (CH 
2) 0-2 - (CH 2 ) 0 -6-NR A -SO 2 - (CH,) o-s-^ - (CH 2 ) 0 
-s-S0 2 -NR A - (CH 2 ) 0 -5-> — N R A — (CH 2 ) 0 -2~> — N R A — 
C 0-NR A -, — NR A — C S — NR A — > - N = C ( — S R A ) — N R A — N - 
NR A CSNR A CO-, - N = C ( — S R A ) -NR A CO- N — N R A — (CH 

15 2 ) !_ 2 -NR A -CO-, — NR A CONR A NR F CO— x £ £ fc± - N = C ( - 

nr a r a ) — n r A c o — (5£*. R A iZZti?ti%kiL {sX&mm*. w&zti 

□ T ft * ;i/ ;i/ ; 
A ^ttsfc : 



148 



WO 01/07423 



PCT/JP00/04909 



R 4 




mm^f- ; R 5 {i7k^H^*fc{i{S^T/Wdr/U ; Q *3 J; t>* V{±^ix^tb?45£ VX - 
5 0- N -S-. — N R B — (5£*, R B ii*^il^Sfc{i®igir^^/P) „ 
— CH 2 — ; mli 1 , 2 N * 7i 3 ) tlfc^n^S ; 

&m ( ) «^-^«>#^*fc{i?F#^*^tj-r] -e ^ £tL 5 fl; ^©7" 



(it*. E{±- (CH 2 ) i-a-. - O - C H 2 - , * fc«- S - CH 2 - ; R 6 

33 ±i>*R 7 {S^rtt^^^lz: UXtK^H-^. g&£*fCV^*> J; v^^T/u^a-. 
3 . X 1 ^^ : 



10 /&4£io 




20 
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(5£*. Eti- (CH 2 ) !_ 3 -x "0-CH 2 -, StlJ-S-CH 2 -;R 6 
*3 £t>*R 7 tt-ttb-etttttSi UTtK^JS^, M&^ti-C^T <£> iv^-MTA-^/K 

4. Y^-NHCO-, -CONH-, - N H C H 2 - . St(i-NHS0 2 - 

5. Z 1 # 1 , 4 - 7 U ^ff*^ 1 ~ 4 C0VN-rtb*MC|E^CD h a y# 
6 . A ^j^iS : 



[3t^, R 8 fi7kfffJ^£fcf3{£j&TA^/U ; Mte- S -O-, -N (R c ) 

8 . A^^S^f^^SytSi^ES^iJ-cfe 5f*5R« 1 — 7 <7^-f ft IE hay 



o 
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1 2 . -MiX (II) ; 



(5£<K Ett- (CH 2 ) -O-CH,-, S - CH 2 - ; R 6 

ft 3 S ; 

Y 2 {i — NR G CO — (CH 2 ) 0 -2-> — N R G C O — (CH 2 ) 0 _ 2 -W- % - 
NR G CO-CH=CH- s -W- (CH,) X - 5 -NR G CO- (CH 2 ) 0 - 2 
-> -W- (CH 2 ) ,-5-CONR 5 - (CH,) o_ 2 -, — C O N R G — (CH 
2) 0-2-s - (CHj) o-s-NR°-S0 2 - (CH 2 ) 0 -s-> - (CH 2 ) 0 
-5-S0 2 -NR G - (CH,) 0-6-. -NR G - (CH,) 0 _ 2 -, — N R ° — 
CO-NR°-, — NR G — CS — NR G — N -N=C ( — S R G ) -NR°-, - 
NR G CSNR G CO— N -N=C ( - S R°) -NR G CO-. — N R G — (CH 
2 ) ,-,-NR c -CO- v -NR G CONR G NR F CO-, I; li - N = C ( - 
N R G R G ) — N R G C O — (55*. R G it * ft ^ fttt A b T **Jg^ £ fe « 
T;i/Jp;U N R^i^^M-fS/cttSJ&cFtlT^T&J^l^T U — .Jl/ s W(±^^0^ 
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mm ( ) tLi-£7Fft&* mfr-t 

tl< te^rft gjUbi^sg^ tL2.it. *7^«^tLfe^^^fa^i 0 

1 3 . X 2 #5$; : 



(SS^, En- (CH 2 ) !- 3 -. -0-CH 2 -, Sfctt-S-CH 2 - ;R 6 
33£t>-R 7 {S^rtL^tL^a: U-CtK^®^, m&£*i-CV>T 4> J;v^j&T/v=Sr/K 




15 
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1 4. X 2 #5£ : 





,10 



, ifcfcii R 



11 




E 



5 A* = £fcii§& £nTl^T t> £V^7 5: / ^/UtK — A- ; 

r 1 °& «t o*r 1 1 n-ttb-ettasc u-ctK^^^, # a^=¥ >^ {Mr 

A-^A;*-^ A^K^A-. SJ^$tb"CV>"C^ ctV^T 5 / /u 7}? — A' % = hn ( J 
fcra«&S*L-CV^Tt> «fcv<*T 5 y) x-tf $ ixs Stfe 5 If 3ft3C l 2 Ett«©-fb#«9, 

10 fD^J 0 

15. Y 2 #-NHC0- s - C0NH-, - N H C H 2 - . *f;li-NHS0 2 

16. Z 2 # 1 , 4-7xri/>tfe§l*^i 2-1 5©v>f ti^tEtroft 
l 7. A 2 3i#5£ : 



o 





T 
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[a;*, R 8 n*mm. z f--$Lizni&®.T m»4- s -o-. -n (r c ) 

^SfcliiStHf] T-fe^ft*^i 2 — 1 6 <D^-f ti^l-IBSo-ft-a*^ 
5 18. ^H^^^^^^E^^-f-fS^jg i 2 — 1 7 OV^-rix^^lE^fD-fb^ife, 

1 9 • -tit*. ( I I I - A) : 




(m-A) 



10 [5£(K R 9 tt**IB^-. gm^t^-CV^Tt ^{g^T^^/V, ^/u*'*^ i& 
15 Y 3 (i-NHCO-ifeli-CONH-; 

SfcJi- CH 2 - (5tf, R c fi7Ki^J^^-*^:rJ:{£i^T^dr/U) ;Tf4^^m 
20 ^SfdtefltHJjjl^] TSJilSft^, ^O^dK7-^, h< n*titb(Dm 

2 0. -j&sS ( I I I -B) : 
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(IH-B) 



R\ R 1 ° x R 1 1 . Y 3 x is J;t>'A 3 ^(ili*li 1 9 t mMM) 

2 i . m#m i2~2 o <D\,^-rtifriztzm<Dfa&®i*ft%}i&fr£ ur#*-r-sig 

2 2 . i2~2 o (D^?nipizmM(Dit&V!}*m®}j$,frt Lx<gm?z h 

2 3 . m&m 12-20 cD^-rn^fcs3^©^b^-^*^^j^^i: itttt^i 

m & <o mm * tn it ^ mm* 
2 4 . 12-2 o <D\,^-rtifrizmm(Dfc-erVo*m®i&&£ btttt-st 

2 5. fo.mmm.zm'm-t z>t^*b(Dmm*m:i£-t z>fc&(Dn *m 12-2 o©^t 
tt ib> \z ih <7) it & m co ^ m o 

2 e . m*m 12-20 <D\,^tifriz^m<Dit&w<Dmm±®% : *^-rmL*: a* 
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